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Pltt7S>CCR3£in#J 

5 &mm 

u-ymuE<D'A^mmm, »w$mm. mmmnm^ nmmmvmis. 
±*-r;i*) osifefcjeH-rax-fx (aids : v&z&fmfz&mm) tz&t 

15 ^SSIfi 

l>Tt*>Z.t>tlT\<*Z> (WZt£, Busse. W. W. J. Allergy Clin. Immunol., 1998. 

102. S17-S22; ^ftES, 1999, 31, 1 297ft £#83) . 0!la.tf. 1^ 

20 ©•A i E5 s JHC*V»Ttt*«5M l (I CAM-1) ttttStt^TS £ <h KJ: 0 , if 

tt3KSJl*3Jt*M3*OSStt*«5fi<*lft$nTt»5.(Wegner. C. D. et at. . Sci 
. ence. 1990, 247. 456) . 

25 $tlfc (0!l*Ji\ lose, P. J., et al.. J. Exp. Med., 1994, 179, 881; Garcia- 
Zepda, E. A. et al. , Nature Med.. 1996, 2, 449; Ponath, P. D. et al. , J. C 
I in. Invest.. 1996, 97, 604; Kitaura, M. et al. , J. Biol. Chem. , 1996, 271 

7*-\zt&GLftmz%m?zz£i)mmn, x***-»-2. ran 

30 TES (regulated upon activation normal T-cell expressed and secreted0BS 
80 v MCP-2 (monocyte chemoat.traclant protein- 2 <£>B&f*) . MCP-3 ( 
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monocyte chemoat tractanl protein- 3 ©R&fW , MCP-4 (monocyte chemoatt 
ractant protein— 4 (DB&fft) tiE^itm^ *>X:***v>J: <9 

•5 (#J;t«, Kitaura, M. el al., J. Biol. Chem., 1996. 271, 7725 ; Daugherty 
5 B. L. et al., J. Exp. Med., 1996, 183, 2349; Ponath, P. D. eta 1., J. Ex 
p. Med., 1996. 183. 2437 ; Hiath, H. et al., J. Clin. Invest.. 1997. 99, 17 
8; Palel, V. P. et al. , J. Exp. Med., 1997, 185, 1163 ; Forssmann, U. el a 
1., J. Exp. Med. 185, 2171. 1997&t*#!I) » 

jL*?* : s><Dftmm^<DftmUs m^mm<D^u<, mft^QW (cd 

10 lib) m^mtigfa Tenscher, K. et al., Blood, 1996. 88. 3195&£ 

#Bg) , f&W®m<DM£.fei& WZMs Eisner, J. et al. , Eur. J. Immunol., 19 
96, 26, 1919&£#!£) > EDN (eosinophi l-derived neuroloxinecDfB&$0 <DWl 
ttU£jI (El-Shazly, et al. , Int. Arch. Allergy Immunol., 1998, 117 (suppl. 1 

SutfeSS^nt^?) Palframan, R. T. et al., Blood, 1998. 91, 2 

240fc£#HS) . 

20 ^T)V\Z&^Tfttt9* t s>ftft£J:K>ftW&&mmU2n2>Z.£ (Gonzalo, 
J. -A. et al., J. Clin. Invest., 1996, 98, 2332$BB) , vC?^)S7l^M- 
t7 f ;Wfc*VJTttX*^*^>^»K:±018«l|«»3^«l*n«i:t (Teixeir 
a, M. M. et al. , J. Clin. Invest., 1997, 100, 1657) , Ttf^x^Kfc^T 
ftx* 9 fc#M®tel£ZWto'*ZZt (Ruth. J. H. el al.. J. I 

25 mmunol., 1998, 161, 4276#HB) . X* 9 *is>&&?mvV 

^*«kaCKKttftKlfe*x^t*^TffK3»©jti0^«i«!lSns H t (Rothenber 
g, M. E. et al.. J. Exp. Med., 1997, 185, 785#H8) , *jRJg#Oft«St?tttt 

«#Ktt^x^*'»*«fcafccR3 05HR35«, aeu^tfe 

f'/tjitT^-S^i (Ying, S. et al. , Eur. J. Immunol. , 1997. 27, 3507#B8) 
30 . 1tttBI#BlfeM©#^Ttt«Tttx*^*S/>0*a«%JibTlr»*i:i: (A 
m. J. Respir. Cell Mol. Biol., 1997, 17, 683#I») fc Snt^S. 
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. X*?*i/>tfg,<%.mLT^Z>Ctf)m%2nT^2>~tfrt> (Garcia-Zepda, 
E. A. el al., Nature Med.. 1996, 2, 449#!&) , £fte>©£J§f::&UT*)X;*- 

5 c:ne>©x-^s, x^-^+v>^ ccr z*ftLTftwm*m%L$(>mz% 

2 □->*&£©&££»£«, #&$Ugj!lD£. ffK$ttWJH& 0^ifiPtt 
#«ktfff»«mBJliL$fc£©»SE, iiS. ll#K:S<H^LT^*C£#B<wift 
$ 6 \z. CCR31/W- ttjj m®<DfrtL 6 fffil* T h 2 U > A°i4LL 

*.<=>tl£ Sal lusto, F. et al., Science, 1997, 277, 2005 ; Gerber, B 

. 0. et al. , Current Biol.. 1997, 7, 836; Sal lusto, F. et al. , J. Exp. Med 
20 ., 1998, 187, 875; Uguccioni, M. et al. , J. Clin. Invest., 1997, 100, 1137 
; Yamada, H. et al. , Biochem Biophys. Res. Commun. , 1997, 231, 365&<i:#flS 
) . 

LfztfoT., tt**i/XDCCR3iZtt?Z>&&$:mWTZ>1t&®, T&*>5 

25 (Dftmttmmtzztizzo. 7U)is*-&mm. &&&m&£ugto&m<omm 

st, Hiv-i (thM^-r^-i) fftiBizmmiz&gttzmzcc 
R3&mmtzz\t>bm&2nT^zz\tfrt>. ccr3*s^j«hi w^ji* 

30 «*fcfiHT«x-rX (AIDS: tt35ttftft^±36«W) ©«&**«> U<IMH« 
3H<tLTfc£/BTfcS£#A&n* (flIAtf, et al. , Choe, tt et al.. Cell, 19 
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96. 85. 1135 ; Doranz, B.J. et al., Cell, 1996. 85. U49#Bg) 0 

^>f>-9-^i^tSH» (W09804554#SD , ^r/>J 
£&e^Uv>fj§#& (EP903349 ; W00029377 ; W00031033 ; W00035449 ; WO0035 
451 ; 100035452 ; W00035453 ; W00035454 ; W00035876 ; WO0035877#!i) , 
5 >J (WO0031O32#raj v 7 ^~)V7 v ->WiMW (W09955324 ; W0995533 

0 ; W00004003 ; W00027800 ; W00027835 ; TO0027843#!&) , &J;tR-<Df&©&# 
Tit&V/l (W09802151#Ba) jfi, c C R 3 Hry^-fc*fTS^Stt*Wr^ Z t 

XWATm^ZitSmt, W09925686lCfefc$ttT^£fc"&#J<!:|5]- 

1 5 m±V> C C R 3 Z> Z t ^IfigTSMfe^WTSigtf? it$®zm&?% z 

3 CDU #> FfimtfiMlfc-tOC C R 3 IC^-T^) £ £ /Weill CD-OT'&Si "3&£ 

a rof&^ffi * =t n/ s fc w^ik & £ «t & - i t h z> o 

sn-ssf***. *fc«-€-«)ii*«ici | iF#sn*c 1 -c,7Ji'*;W i tai#s*j»is 
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(CH 2 ) k , 




O 



>~(CH 2 ) r N 



(CH 2 ) n -N-C-(CH 2 ) p 
R 3 



(CH 2 ) q -G-R' 



6 



(I) 



(CH 2 ), 



'm 



-f^S. c ^CgT^+^s, c 3 -c 8 ->^D7;^;i/S« c 2 -c 6 7^v--^s 
15 , c 1 -c 6 7;m^->S> c,-c 6 7;p+;P5 1 ^-s, c 3 -c 5 7;i/+i/>s, c 2 

->s> 7x-^ti, ^>v;us> ^>^;i/^-+->s> ^>v-r;i/75/s> c 2 
- c 7 7 )Vtu -i )vm^ c 2 -c 7 7;m**ui/*^;i/g, c 2 -c 7 7;i/^y-r;i/^- 
c 2 -c 7 7;i/^/-r^75ys> c 2 -c 7 n-t )v*)vts jvn^ jug; 
20 c 4 -c 9 yv-->v'o7;i/+;i'^;i'/N* ; £'fjuS. c 1 -c*7;M^i/;*;i'#-;i'iS, c 
3 -c 8 {.Tfru^piv-fc-M N-y^-)vti)vn^)]/m. tf^u 

v/#;p#r:;us, =E)it^) /t>ju#-)m, i-eDijyrwjvfc;n, it 

: -NH (C = 0) 0-T'S$tl52ffiS. it : -NH (C = S) O-TS^ns 
2fl5g. 75/S. ^/ (C l -C 6 7;i'+^) 75/g, feL<«, v (C,-C 6 
25 7)l=¥M 7*SmTm&2ftT^T%£<, ;tlb®7i-M, C 3 -C 3 ->>7 

L < C , - C 6 7 )V 3 * ->S K J: o TB* $ tit t,*T t> J; 

r 2 «> 7K1Ih% c ,-c 6 7;u+^S, c 2 -c 7 7;m*->^^^n;ps> t 

30 FD*->S> £fc«7x-.»US£SU R 2 {C*5^^C 1 -C 6 7^+;U«Sfc«7x 
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C 1 -C 6 7;P3*->S£ e fcoTB&£ftT^T ! fe«i:K £fc*U )=0<Dt2\ZR 2 
j »0-2OSSE»€:*-r. 

5 mtt2-4«)S**3i-r. 
nl40*fcttl§ST. 

io c 6 7ji/*;us^-r. 

R 4 *5j:tfR 5 tt. H-*fctt*4oT, tHO+yl. 7xr/H> 

£fcttC ! - C 6 7;P*;P££igU R 4 £ <fctf R 5 l;£tt3 C , - C 6 7fr*)Vmt* 
ttiflOAoy>g?, tHD*">S, ->7yi, -hnS, *^*->;ps, a 
^A^-r^S. *;w#7ba, c 3 -c 8 ->^d7;p*;ps> c,-c 

15 B 7;u3*->s. c 1 -c 6 7jp*;^*s. (tE:Hi»Apy>j§H\ t fp*->s 
, c 1 -c 6 7;p*;i'S. c,-c 6 7;p3*^ t>L<tt'<>$?;M-* o 

;p**s/*;w#-;p*, c 2 -c 7 7;i/*y-rjps, c 2 -c 7 7;m*>'^^-;u 
s, c 2 -c 7 7;i'#/--r 'M-*->x, c 2 -c 7 7^*y-<;P75/s, c 2 -c 7 vv 
20 -7)V^r)Vti)vn^ ;m, c 1 -c 6 7;p*;^;i/*-jpa, 7$/i. (c, 
-c 6 7;p*;w 75/1, v (c 1 -c 6 7;i/*;w 7S/S, t>b<« evx-nsi 
^ltu^ji^ assises ixttgsiirfsi -3<g*rrs^§st 

>»t©lt^fc <fc D»J*3*l<M(te») \z <t 9B&$n 

25 ^£flMLT^T&cfc^. 

Gte, -CO-, - S0 2 -, -CO-0-. -NR 7 -CO-, -CO-NR 7 - 
, -NH-CO-NH-, -NH-CS-NH-, -NR 7 -S0 2 -, -S0 2 -N 
30 R 7 — , -NH-CO-O-, $jfctt-0-C0-NH-T&3ft<&£££"r. Z Z 

x\ r 7 «, #*iR : ?£&ttc 1 -c 6 7JP*;PS*£"r#. r 7 «r 5 £ 
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5 -7»a, zrz\t%mmmmmmt, <>v>m. ^\t^7-uBL^tvxwtmm=F 

T^l$MLT^Tfe t t< > $^>tI±SR 6 ^^^-57x-^S, C 3 -C 8 >-7 
P7^*;PS, C,-C,S/*n7Mr-;Mk ^>v;PS, #*ftlft*fRa, £fc 
«fg-&SB«, ffi«fiOAny>jg^ fcKo*->a, *;k&:7ha, ->7/a, - 

io hos« ^^-'>7^-hs, awt-r^a. hU7MD^^ 

c 1 -c 6 7;p+;i-s> c 3 -c 8 yi'D7;wn > c 2 -c 6 7;p^r-;i/«, c 
1 -c 6 7jhi*->s, c 3 -c 8 ->^P7;^;^+->s, c.-c^i^H^g 

. C,-C 3 7;i/=lrU>y^y$ ) 7x"M. 7i; + yl, 7x~JP7S/S 

15 3-7i=hkfi, c 2 -c 1 7)WjS'Mvm. c 2 -c 7 7;m+^;^- 
;i^a, c,-c T 7JP*y-f;p*^*>a, c 2 -c 7 7;i^/-r;u7$ys, c 2 -c 7 
N-7;i/+^;un ; e-r;i'S, c i -c,7^*;px;u*-;i,s, 7i-;WMt 
-f^g, /v, iv-s; (c 1 -c 6 7^*;p) TJi^r^f^a, 75/1, (c, 
-c 6 7;i^;w 75 /S> v (c,-c,7;p*;w 75 7 a, ^>-7;P75/S, 

20 c 2 -c 7 (7^3*^*;p#=;w 75 ya, c,-c 6 ^Mr^yui^rjio 7 

5 7®> t)L<ttt*7 (Ci-C 6 7)l>*)lX)l*-)V) 73 7ac«J:DWft$ttT 
^Tt)«k<. dtl50 7a:Zi;Pa. C 3 - C 8 D 7)l*)Vm. C 3 -C 8 ->^D7 

;i/^r-;ua, ^>~;ji,a, ^sjatsssia, gfctttftriRG>iMfea& s^km 
p©ADy>ii^, y7;i, tKo*->a, 7s/i, mj 7 ;M-o*^a, 
25 c,-c 6 7;p*;i/S> c,-c 6 7;^*'>a. c,-c 6 7^+;^*a, (c 

,-C,7^*JW 75/S. *fcti$? <C,-C.7;M^W 75/S£J:oT§& 

n*»#jn#', ss&tt-eoss^WKW&sn* c x - c , 7;u*;i/tffloft£*r*M# 

30 tfS, CCR37&«||#-r**S©te*ll'bL<tt : ?B6ISI**ffi«Sns. 

--{I, ±125!: (I) T^SnSft^ilt X***-»&£0CCR3M:7 
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7^77'JJk tfUv;k tU$vrjk h'J7y-/k h'J77'J;k 
77'J;U (7y*f-M , 7 c 7777U;Pgft£©7f#&?I^S£:i'*U ^© 
ff*ftJMM!£LTtt, ?x-;k 7'j;k trnu;k v**-y-7u;k 

5 R'KfctfS r«^»j tit, ±K7x-;U«3^tt»#*«*38«j&t, ^>tf> 

»«*8S£***U ZrO&mtiMfoMtLTit* ^7^;k -T>K'j;k ^>7 
7?rjK ^>7^xxjk *7U;k ^>7-f$7*7U;k ^>y**-*J-yj;p 
10 . ^>l/MJ77U;k ^>7**tf-777U;i< (^>»/7 51f=:;W , *s<ktf"? 
> 7? 7 -7 7 7 U JPSfr e# m\i e> tl3 . 
fcj^TfcRMi, 7irjH, ^x-;i/S, tf77'j;PS. -YV^+lrVJ^g, 

15 ^jROlitftatUTO r/\oy>®^j ttt, 7y*Rf, tfiSHgT?, AJRJK^ 
3 9 *«*fc 

R'Offli&SiLT© rc 1 -C 6 7Jk+;PSj £tt, mX\ZM-)V, X^Jk n- 
7*Dt°;k /7-7'^Jk /7-^>^;k n->Mr->;k n-'NT^k n-itVT 
;k -TV7oe;P, -fV^k sec-7fJK fer/-7fJk -fvo? 
20 ;k ^*^>^;k fer f-<>?Jk <VA^yJk 2 -^Jk^^Jk 1 
-X^75 1 ;US^<!:roC 1 -C 6 ©iilI$fc^M^(D7;^;PS^^'*L, -t-o 

R i <Dwsmti,T<D rc 2 -c 6 7)itr=.)umi mx.& t*x;k 7u;k 

l-7o^x;k 2 - Tr-xjk 3-7>x;k 2 l -7o^x;k 4 
~^>7-Jk 4-/^;U-3-^>f--^aiS:t*OC 2 -C fl © 
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^k^Sfct'^tfStlS. 

by*?\s>, ^>**^k>, *«ktfl-*^HJ*^>£fc£©c a -C 
10 h7^!/>g&£^Wbn-2> 0 

R'wiiiiLio rc a -c 4 7;p*i/>**->»j tit, «>ttf. x^>* 

*-> (-CH 2 CH 2 0-) , h»J^l/>***> (-CH 2 CH 2 CH 2 0-) . x 
h7^^t+y (-CH 2 CH 2 CH 2 CH 2 0-) , 1, l-v*5f;kX5Pk> 
(~CH 2 C (CH 3 ) 2 0-) S&<£©, C 2 -C 4 02foi7;M^ 

(-OCH 2 0-) , X5 L |^>5?^*.> (-OCH 2 CH 2 0-) , HU*^ 
>5?***> (-OCH 2 CH 2 CH 2 0-) , yntl/>yt+y (-OCH 2 CH ( 

ch 3 > o-) aa£©c,-c a 02«7^*i^>*t2fl©***>ait^6a*a 

/V-f;k 7*/-r;k "O^y-Ok 'N+Dv^Ok *V9J4^ -fy^u 
;k 3-wi^/^;k 2-^^;^y-f;k e/tn-f;k 4 -*^;k*> 
*/w;k 3, 3-5>*Wk/*y-f*, 5-^MWy^H^f0C 2 -C 
70*«*fctt»tttt©7;U*/-f;pai*«i*L, *0fiFa&JW*fli:L Ttt , 7-fe 

7^3 * ->« t z tw-jm t & ^ & as?:®'* l , zmmtamm t lt«. 
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R^S&ltLT© rc 2 -C 7 7^*y-f;i/75ySj mIIBC 2 -C 7 7 
5 ;kfcy^S<!:7S/8<h^efc£g£l[#U ^Offil^m^iLTtt, 7-fe 

R^S^StLT© rc 2 -c 7 7;i/*;i/^;PA^-r;i,Sj tte, Bufec.-Ce 
7;i/+;PS<!:^;i/A ; E-i';i/S < !:^e,^§S^ii»L, mumfcwt LTte, 

io R'cDm^SiLx© rc 4 -c 9 iV-v^D7;p+;i/*;i'A* ; E-r;i/Sj ift 

R'OMiLT0 rc 1 -C 6 7^+^X7^^Sj tit. mtiC.-CeT 

R^iiiiLiw rc 3 -c 8 (7^n*v*;i/*-;i/) <hte, fuiB 

c 2 -c 7 7^3 + v^;i/^-^a«hy^;i,a < h^b7i§S ; &jt*L, ^co$?M^^ 

20 wens. 

R'Orl^S.iLTCD r^y (C, -C 6 7;P+^) 7-5 7Sj tU. itufSCj-C 
6 7^+;i/SflJ:oTg^Snfc75yS*m*t, ^OJT-ji^^iltLT^ y 

^75/a> x^75ya&£^tfe>tt3o 

R'OH^StLT© (C 1 -C 6 7;U+J1/) 75/Sj 
25 ofc2 0©mil2C 1 -C 6 7;i/*;i/afCck^T®^$nfe75yS^;t?*L, 

il&ft##l£LTWu y^WS;l> vX^l^S/S. N-ttfr-N-* 

IRS. £tz\mGm<DMt&&tLT\Z, /\uy>Efr. bFa+->I, C,-C 6 7 

30 ;i^jhs. c 2 -c G 7)^=.)m. c 1 -c 6 7;m+v». c^-c t 7)v^)v^ 
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Aoy>K^. kHn + xi, C r C,7M^. 0,-0,7;^ + ^. c, 
» MJ7JM-nx^;|,a, c 1 -c 6 7;^;i,K, t>L<«C 1 -C 6 7^3*v«tC 

±ea (i) c*^x, r 2 «. c 1 -c 6 7;^a, c 2 -c 7 7;u 

c 6 7)i*jm. feKttc.-c.zjui+^sicioTmianTHTfcj:^. & 

R 2 § c , - c „ 7 JM^HSfc J; ttc 2 -c 7 7^3*5/* ;i,#-;pgtt, R 1 

R 2 (3*3t7^C 1 -C 6 7;U^S$/i«7x-;i,S©ffl^«iLT(DAn'7>JI^ 
. C,-C 6 7JWI,S*3J:Urc 1 -C 6 7^n+vS(a, ffffBR 1 tc*WS7x-;U 

±fflit (I) K*HT. Jtt0-2O*»*aE-r. j(JOT*5S«(;0J 

±Ca (I) fc*H*T\ k(J0-2O!MIU mtt2-4 0S»Sit. * 
*Tt> k*»0 Tm#3T***fc© 2 -g^D U ~7>. k # 1 W2T*5f 
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£<Z>3-ffi&tTD'Jv>, kriUTm#3T££«£©3-tt$tr<UvX k# 
2 Tm^ 2 X~$>Z>m&V> 4 -g$ t!^ U y X k # 1 Tm#4 T*£#&0 

3 3 -fl&tfD'J kJ&*2 T'm^ 2T*5 «£0 4 -fitfttf-^U v 

5 >4$tf4:iA«Tt5. 

±p2it (I) K*^T, nttO*&ttl*art\ 

kdUTm^2Tn^0Tfc5I^<D3-7S KfcfPU^X fcitfktf 
2Tm^2Tn^lt»5I^©4- (7$ H^^l/) fc'^ U -X>£4tl;:£F£ U> 

10 ±Eit (I) fc*HT, R^i**^, (-C-n-enR-^fcttMAofcffi 
*ffl0Any>I6B% kHP + yS. C,-C t 7;Mr;Wk fe L< \tC , -C B 7;U 

$tiT^Tfe«k^c ! - c 6 7;p*;i^£^-f . 

R^'^WSC.-CeT^^Xtt, SfiISR l {Ci3^^>7x-;i/S, C 3 -C 8 X* 
CM LT£^£ ttfc t>© £ PJ«lT$> 0 , PI C0!€#a& Attftl tLT 

25 ±123: (i) \z&^t. R 4 fciy;R 5 tt, isi-^fctts^^T. th* 
c 1 -c 6 7;u+;i/ffitt, egflOAD^nr?. kFn+yi, ->7yg. -ha 

S, *;M?*->JHk ;*;^7°hS, C 3 -C 8 v 

^d7j^;h, c 1 -c 6 7;u3+^x, c 1 -c 6 7;u*;P5 1 *s> (£*«<da 
30 Dfyi-?, th*D*vS, c,-c 6 7jmmps> c,-c,7;m**>s, feu< 

(H>yjW+yli:=toTl«i$nT^Tt)J:U7i^H) , 7x7 + yS, 
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C 7 7J^+^;^- 7l/S , C,-C 7 7**y-f***->», C 2 -C 7 7**/ 
-T*75/* C.-C,*-******,^-,^ C.-C.7****;!,*- 
*S. 73/* ^ (C 1 -C 6 7;P+;W 73/g. *> ( Cl -C 6 7***) 7 

R 4 ^M'Kmc r C ( 7JI4Altt. WER»C*lt«7x=;«, C 3 
R <*5«ktf R C , - C . 7^*;PS©*«*t LTOA D y>«f, C , 

-c 6 7;m*->g£, c 1 -c 6 7;p+;^s, c 2 -c 7 7*#/^ S< Ca -c 
,7*3***** = j|* % c,-c ,7**^***5,3, c,-c T 7**/-r 
*75/«. C 2 -C 7 /v-7*^^ W *s, C.-C.T^W**^ 
S. */ (C.-C.7***) 75/*. fcitf* (C 1 -C 6 7***) 757S 

R^iDCR S ^^§C 1 -C 6 7^*»CDfi^iUT©C 3 -C 8 ^P7;i, 

R4 ^^R 5 t'*^«c I -c 9 7;^*g©g^s<fcUTO7x-;^0fi^ 
iMWitum ->^/o/tx * i0 C^ D 
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5 W# \Z 5f £ L I ^0iJ <fc L T# tf § d £ **T # -5 . 
-hlSiS (I) £&^T> pttO£fc{Jl£IIU q«0£fctel £^T. p t q 

fcK 0 T&6*!£rtt!8tdff £ U>. 
±IBS (I) K&^T, G«> -CO-, -S0 2 -, -CO-O-, -NR 7 - 
5 CO-, -CO-NR 7 -, -NH-CO-NH-, — NH — C S -NH-, -NR 
7 -S0 2 -. -S0 2 -NR 7 -, -NH-CO-O- £fcte-0-CO-NH- 

~Ci&.2nz>mz%T. r'h TK^iiT^fcttc.-Cey^+^s^-r^ 

. **^tt, R 7 liR 5 <!:V^lJ:l;^TC 2 -C 5 mi/>MMLT^Tfe 

10 e^T, -co-te#;i/tf-;uS£\ -so 2 -ttx;p*rM^. -cs-(if 

- C O - 45 £ - N H - C O - N H - T ^ $ ft 3 £ & <h* if 6 ft -5 . 
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15 H«T*0. *ft-?ftlPli;«! tLT*Jf*Ci:*tT# S. 
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±!Sit (I) c&^t, R 6 U7iz;n, c 3 -c 8 ~>7D7;wps, c 3 -c 

**^/t>t<tia*«c^*i-3«*-r**««i*aMiftaL, ±ER 6 tft^ 

)Vm, C 3 -C 8 ->^P7M;H, C 3 -C 6 x*P7Jl^x;Ni> ^>>^S, * 

30 mj7;m-d*^;|/£, c,-c,7;i/*;i/S, c 3 -c 8 ->7 o7^*;us, c 2 - 
c 6 7)^-jm. c l -c 6 7;m+v», c 3 -c 8 y7D7;wm->l, c, 
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Table 1.6 



Compd. R V(CH 2 ) r 
No. Pr 1 



k m n chirality R 3 



-□6 



-(CH 2 )p+ r (CH 2 )^G-R 
R 5 



56 C\r\ >-CH 2 - 12 0 R 



57 Ch \_/* CH 2" 12 0 R 



H 



H 3 C 
H 3 C 

H 3 C 



-CHj-N-C- >w 



58 CH -^^~ CH 2" 12 0 R 



H 



-CH, 



59 • CH-^~)--ch 2 - 12 0 R 



-CHa-^CH^h-Br 



60 CH-^KCH 2 - 1 2 0 



R H 



u 



61 c^^CJ^ 0 " 2 " 12 0 R 



H 



-CH 2 -ttCH^-CF 3 



62 ct ^^ CH 2- 1 2 0 R 



H 



-CH 2 



63 >-ch 2 - 12 0 R 



- CH 2 - N- C-^^- CH 2 C H 3 



64 CHh( Vch 2 - 12 0 R 



H 



-ch 2 -n-chQ)-cn 



65 ci~<x>-ch 2 - 12 0 R 



H 



-CH 2 -N-C-<\ /) 
H ^ 



66 



ck O" cH2 " 



12 0 R H 
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Table 1.9 



Compd. R V(CH 2 ) r 
No. pr 1 



k m n chirality r 3 



89 CI-^^-CHj 



12 0 S 



H 



R 5 



-(CH 2 ) 2 - 



90 ci-4 )-CH 2 - 12 0 S 



H 



-(CH 2 ) 2 



91 c^Q- 



CH 2 - 12 0 S 



H 



-(CH 2 ) 2 - 



O P 
N-C-Q-CI 



92 <=h^>- 



ch 2 - 12 0 S 



H 



-(CH 2)2 -N-C- W 



och 3 



93 Ch^> 



ch 2 - 12 0 S 



o _( OCH3 

-<CH 2 ) 2 -^C-/~yoCH 3 



94 Ci-4. >-CH 2 - 12 0 S 



-(CH 2 ) 2 -N-C-Q 

OCH, 



95 cm(> 



CH 2 - 12 0 S 



-(CH 2 ) 2 - 



0 , CF 3 



96 ci-\ >-ch 2 - 12 0S 



-(CH 2 ) 2 -N-C- w 



O / CH 3 



97 cmQ- 



CH 2 - 12 0 S 



u 

-(CH 2 ) 2 »jvhC-H^HCI 



98 C i-hQ^ch 2 - 12 0S 



H 



-(CH 2 ) 2 -N-C-Q-OCH 3 



99 c *-\ )-CH 2 - 12 0 S 



H 



-(CH 2 ) 2 -N-C-(\ 




CI 



CI 
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Table 1.10 



R 1 

Compd. V(CH 2 ) r k m n chiraiity R 3 
No. R 



100 o-i>-CH 2 - 1 2 0 S 



H 



-(CHj)j 



O , CN 



101 ci-hQ-ch ? - 1 2 0 S 



H 



-(CH 2 ) 2 -N-CH^y O 



102 o-<r>CH 2 - 1 2 0 S 



H 



R CF, 



-(CH 2 ) 2 - J^C-^^ 



103 cr-{ Vch 2 - 1 2 0 S 



H 



-(CH 2 ) 2 - N-C~{ VCF 3 



104 CmQk 



CH 2 - 1 2 0 S 



105 Ci-Qhch 2 - 1 2 0 S 



H 



H 



-(CH 



F 



CF, 



O Z^ 3 

-(CH 2 ) r N-C-Q> 



106 C)-<>-ch 2 - 1 2 0 S 



-(CH,) 2 -N-C-^> 



OCF, 



10 7 C^(~}- 



CH 2 - 1 2 0 S 



H 



-{CH 2 ),-N-C-^^-F 



108 Ci-\}-CH 2 - 1 2 0 S 



H 



-(Ch 2 ),-n-c-^J) 

0,N 



109 Ch-^^-CHj- 



1 2 0 S 



H 



"(CH 2 ) 2 



C 



110 Ch-{ )-CH 2 - 1 2 0 S 



-(CH 2 ) 2 -N-C-f_^-N0 2 
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114 cK >-CH 2 - 12 0 R H 



115 ct-\ }-CHr 12 0 R 



H 



118 Ch-< >CH 2 - 12 0 R 



119 Ch-Q-CH 2 - 12 0 R 



H 



121 ct-i >-CH 2 - 12 0 R H 



C No Pd ' R^ (CHa)i k m n chiralit V R 3 ~(CH 2 )p|-(CH 2 )q-G-R 6 


/=\ O , CF 3 

111 CM^J-CH,- 1 2 0 R H -(CH,) 2 -N-C-Q 

CF 3 

112 Ch-Q-CH,- 12 0 R H -<CH 2 ) 2 -N-C-^3 

113 cmTVch 2 - 1 2 o r h 9 w Br 

W -(CH 2 ) 2 - M:CH^J> 

o F 



"(CH 2 ) 2 -N-C-^ 



-(CH 2 ) 2 - 



O P 
■JfC-Q-CI 



116 o-O-CHj- 1 2 0 R H ? W 

^ -(CH 2 ) 2 -N-C-^J 

117 Ch-£VcH a - 12 0 R H 



0CH 3 



O ^_< OCH3 

(CH 2 ) 2 -^C-Q-OCH 3 

r-0 



0CH3 

"(CH 2 ) 2 - 

M \= 

OCH3 



0 cf 3 

-(CH 2 > 2 



0 y 



/ — v CH 
120 CI-( >-CH 2 - 1 2 0 R H ? W 3 



(CHj,2 -ft C "w 



-<CH 2 ) 2 -N-C-(3-CI 



WO 01/10439 



PCT/JPOO/05260 



3 1 

Table 1.12 



Co N 7 d ' R^ (CH2) *~ k m n chira,it y R 3 ~(CH 2 )^(CH 2 ^G-R 6 

R 



122 C^\J~CH 2 - 1 2 0 R H -(CH 2 ) 2 -N-C-<Q-OCH 3 



125 Ch-^>-CH 2 - 12 0 R 



O Cl 



123 a-£)-CH 2 - 1 2 0 R h .(ch^^^Q 



124 a-i >-ch,- 1 2 0 R h 



h \=< 
Ci 

CN 

(CH 2 ) 2 - 



O F W CF => 



-(CH 2 ) 2 -N-C-<^J-0 
F C 

126 c^<>ch 2 - 1 2 0 R „ - ( ch 2)2 -^h>3 

127 Ci-<(^}-CH 2 - 1 2 0 R H -(CH 2 ) 2 -n-c-^^-cf 3 

F 

128 Ch-^-CH 2 - 1 2 0 R H -(CHjjj-N.c-Q 



H >=/ 



129 Cl-^~)-CH 2 - 1 2 0 R H _ (C h 2)2 .^c-^ 



CF 3 



F 



130 Cl -^>CH 2 - 1 2 0 R H -(CH^CH^ 



CF 

131 Cm(>ch 2 - 1 2 0 R H _ lCHih _^_^_l 



132 Ct-Q-CH 2 - 1 2 0 R H " (CH ^-[|C-0 



H >=/ 
0 2 N 
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C °No P<i ' r2^ (CH2) < k m n chirality R 3 -(CH 2 b|- 



134 ci-Q>-ch 2 - 1 2 0 



142 Ch\ )-cn 2 - 12 0 R 



143 Cl-< x >-CH 2 - 12 0 R 



rb(CH 2 )5-G-R 6 
R 3 



133 a-\ >-ch 2 - 1 2 0 R w 9 NO? 



-(CH 2 )j 



o 

(CH 2 ) 2 -j^C~^^NO : 

135 ci-Qhch 2 - 1 2 0 R h -(CH 2 ) 2 -N-?-Hp> 

Br 

136 cmQkch 2 - 1 2 0 R h -(CH 2)2 -n-?hP> 

F 

137 CmQ-CH 2 - 1 2 0 R H ~(CH 2 ) 2 -n-?-^ 

138 CJ-Qhch 2 - 12 0 R 



CJ 

CI CI 



"(CH 2 ) 2 



0 W 

139 ch-Q-ch 2 - 1 2 0 R H -(CH 2 ) 2 -n-?-^-ci 

CI 

140 OhQ>-CH 2 - 1 2 0 R h -(CH 2 ) 2 -n-c-^3 

141 0-Q-CH 2 - 1 2 0 R H 



h 3 co 

-(CHjJj-I^C-^ 
HjCO 



9 w ci 

~<CH 2 ) 2 -|*C-<Q> 



-(CH 2 ) 2 -NC-Q)-Br 
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Table 1.1 4 



Compd. R V(CH 2 )j 
No. Pr ' 



T k m n chirality R 3 



144 CI-hQ-ch 2 - 1 2 0 R 



145 CK i-CH 2 - 12 0 R 



146 CK >-CH 2 - 12 0 R 



H 



H 



H 



-(CH a AcH 2 )5-G-R c 
R b 



o 

-(CH 2 ) 2 -£C-^^CF 3 
O 

-(ch 2 ) 2 -n-chQ-ch 3 



147 C^i^-CH 2 - 1 2 0 R 



H 



-(CH 2 ) 2 - N- C-^^- CH 2 C H 3 



148 />-ch 2 - 12 0 R 



149 CK >~ch 2 - 12.0 R 



150 CK >CH 2 - 12 0 R 



151 CK>-ch 2 - 12 0 R 



152 ch{^ 

153 cmQ- 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



-(CH 2 ) 2 -N-C-^^-CN 



/A 



-(CH 2 ) 2 -N-CK j> 
n 



-(CHj)a-N-C-Q-^ 




-(CH 2 ) 2 - 



-(CH 2 ) 2 - 



-(CH 2 ) 2 - 



o r 

F 

O / 



154 Ch-4 >-CH 2 - 12 0 R 



H 
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Table 1.16 



Compd. n >(CH 2 ) r k m n chirality R 3 
No. Ft 



"(CH 2 ) F |-(CH 2 )5-G-R 6 
R 5 



166 



c| -0" 



CH,- 



1 67 o-i i-CH r 



168 CJ-4 >-CH 2 - 



169 Ch-4 >-CB 



170 Cl ^ >-CH 2 



171 O-i >-CH 2 - 



172 CH-d /-CH 2 - 



173 CI-4 >"CH 2 - 



174 O-i i~CH 2 - 



175 CK\ >"CHj- 



176 CK jKCH 



2 0 R 



2 0 R 



2 O R 



2 0 R 



2 O R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



2 0 R ■ H 



H 



H 



2 0 R ■ H 



H 



H 



H 



H 



H 



H 



CF 3 



-CH-^C-^J 
CH 3 

<s> 9 j-L 



CH 3 



CH 3 

(S) 5? W • 
CH 3 

(S) 9_W CF3 

CH 3 F 



(?) 9 ^ 

CH 3 

(S) 9^-* 



CH 3 



„ N0 2 

(S) 9 W * 

CH 3 

w 9_W CFa 

-CH-N-C-fJ> 



i H 
CH 3 



Br 

CH 3 

(*) P /-^ 

i H \==/ 
CH 3 



WO 01/10439 



PCT/JPOO/05260 



3 6 



Table 1.17 



Compd. R V(CH 2 ) r 



k m n chirality R 3 



R 4 

"(CH 2 ) ? 4 7 (CH 2 ) r G-R 6 
R 5 



177 cmQh 



ch 2 - 12 0 R 



178 Ci 



mQ-ch 2 - 



12 0 R 



179 chJ >-Ch 2 - 12 0 R 



180 ck >-CH 2 - 12 0 R 



181 cK >-ch 2 - 12 0 R 



CH 2 - 1 2 0 R 



182 a-Q- 



183 cmQkch 2 - 



12 0 R 



184 Cm( Vch 2 - 12 0 R 



ch 2 - 12 0 R 



185 ci-£)- 



186 ch^^CH 2 " 12 0 R 

187 cmQhch 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H \=/ 



CH 3 



CH 3 F 
CH 3 

~CH-N-C-^J> 



CH 3 



-CH-fVHC-f X ) 



H \=/ 



CH 3 

CH 3 O ^ CF3 
CH 3 



3 ^ 



CH 3 O 
CH 3 



■i-TS- 



CI 



CH, O 

-Cf+N-C 

f H W 
CH 3 

CI 



CH 3 O 

-CH-N-C-f VCI 
I H \=/ 
CH 3 



-CH-N-C-f > 
CH 3 V 

CH 3 O 
-CH-N-C-^^J-CI 



WO 01/10439 



PCT/JP00/05260 



Table 1.18 



3 7 



Compd. R V (CH2 ) r k m n chjra | ity R 3 -(CH 2 tet- 
No. Ft ~ ^ 



-o6 



(CH 2 )g-h-(CH 2 )5-G-R 
Ft 



188 a-\J-CHf 



189 ci-\>-ch 2 - 



190 Ch-4 /-CHj 



191 c, -(~)-" c, V 



192 ch-\>-ch 2 



193 O-Q-CHj- 

194 C(-hQ>-ch 2 - 



195 0-4 />-CH 2 - 



196 a-\ j-cHi 



197 CK />- CH 2- 



198 CK\ />-ch 2 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



CH 3 



- ? H-N-ChQ 



,N0 2 



CH 3 



w P X 

CH 2 -T| 



P 

-CH-N-C 
i H 
CH 2 - 



Be 



a 



US 



w 9 

CI 

-ci+N-c-f Va 

-CH-N-C— f N > 
CHjHfl F 



(*> P 
-CH-N-C-C 7-CI 

i H > 



CHj-fjl 



(fl) P 



-CH-N-C-'' 

i » 

CH 2 - 



(5) P ] *-f 



NO, 



CF, 



WO 01/10439 



PCT/JP00/05260 



3 8 



Table 1.19 



No. R 



k m n chirality R 3 



199 Ci 



ch 3 - 12 0 R 



200 ct-i ,)-ch 2 - 12 0 R 



201 Ci-i }-ch z - 12 O R 



202 chhQ-ch 2 - 1 2 0 R 



203 a-i >-CH 2 - 1 2 0 R 



204 c 



ch 2 - 12 0 R 



205 Ch-i>-CH 2 - 12 0 R 



206 a-4 >-CH 2 - 12 0 R 



207 0-(v j>-CH 2 - 12 0 R 



208 CI-Q-CH2- 12 0 R 



H 



H 



H 



H 



H 



H 



H 



"(CH 2 )p-F-(CH 2 )q-G-R s 
R 5 



8f 



cH 2 r} 



is) 9 w 

CH,-f 1 F 



— CH-N-C-^_^-CI 

ch 2 hQ 

CH^p 



(S) P W 



NO; 



PS 



o 



-CH-N-C 
i H 



(CH 2 ) 2 -^CH 3 
O 



(3 9 /-( 



CI 



-Ctt-N-C 

J H c 

(oyj-j-ot, 



209 CI-Qhch 2 - 12 0 R 



o 



WO 01/1043!) 



PCT/JP00/05260 



3 9 



Table 1.2T5 



C °No Pd r2^ (CH2) '~ k m n chirality R 3 



210 Ch\J~CH 2 - 12 0 R 



211 >-CH 2 - 12 0 R 



212 o-4 >-CH 2 - 12 0 R 



213 a-\ )-CH 2 - 12 0 R 



H 



H. 



H 



d4 

-(CH 2 )p-f-(CH 2 )5-G-R 6 
R 5 



O 

o 

(CH 2 ) 2 -§-CH 3 
O 



(CH 2 ) 2 -^CH 3 
O 



NO-, 



214 Ch-4 >-CH 2 - 1 2 0 



H 



0 

-(CH 2 ) 3 -C 



215 cm^-ch 2 - 1 2 0 



H 



O 

-(CH 2 ) 3 -C-^^OCH 3 



216 cm(> 



ch 2 - 1 2 0 



H 



-(CH 2 ) 3 -C-/j) 



217 ci-\ Vch 2 - 1 2 0 



H 



-(CH 2 ) 2 -C-h^ 
H 3 C0 



OCH 3 



218 CK }-ch 2 - 1 2 0 



H 



-(CH 2 ) 2 -C-^^CH 3 
H 3 C 



219 cK )-ch 2 - 1 2 0 



H 



O 

-(CH 2 ) 2 -C 



h(Jhoch 3 



220 Ch-^^-CH 2 - 1 2 0 



H 



-(Ch 2 ) 2 -chQ-ch 3 



WO 01/10439 



PCT/JPOO/05260 




WO 01/10439 



PCT/JP00/05260 




WO 01/10439 



Table 1.23 



PCT/JP00/05260 



4 2 



k m n chirality 'r=> 



-(^^^(CH^G-R 6 
Fr 



243 



244 



246 



247 



248 



249 



250 



}~CH 2 - 1 2 0 S 

ci 




.CH, 



CH 2 - 



12 0 S 



245 t>-CH 2 - 1 2 0 S 



CHH ^ CH 2- 



h 3 co 



O- 





CH-r 



CH 2 - 



CH 2 - 



12 0 S 



1 2 0 S 



12 0 S 



12 0 S 



1 2 0 S 



251 F ~\ /~ CH 2- 1 2 0 S 



252 H 3 co-Q>-CH r 1 2 0 S 



253 h 3 c-{ )-CH 2 - 1 2 0 S 



H 



H 



H 



H 



-CH 2 -N-C- 



.CF, 



.CF, 



-CH 2 -4-<5 

c 

-ch 2 -n-chQ 



.CF, 



.CF, 



-CH,- 



- CH2 ~!r c ' w 



-CH 2 -N-C 



,CF, 



WO 01/10439 



PCT7JPO0/O5260 



4 4 



Table 1.2 5 



No. Fr 



m n chirality R 3 



-(CH 2 )i(CH 2 ) r G-R 6 
R 5 



265 8f-Q-CH 2 - 12 0 S 



-CH 



266 S^>ch 2 - 1 2 0 S 



-CH^C-Q 



267 



OCH 3 

Q-CH 2 - 



12 0 S 



-CH 2 -jshO 



PF3 



268 



H3C-C-N-\ ^CKr 12 0 S 



H 



270 



9 /= 



269 h 3 os-\ >-ch 2 - 12 0 S 
O 

H 3 C0 2 




CH 2 - 



12 0 S 



H 



- C H 2 -N-C-<Q 



-CH 2 -r^-c-^ 




271 ( )~CH 2 - 12 0 S 

F 



_ CHa -N-c-Q 



272 ho-4 >-CH 2 - 12 0 S 



.CF, 



273 c£U- 120 s 



-CH 2 -N-C-^J) 



274 "b-^- i2os 



-ch^chQ 



275 nc-Q>~ch 2 - 12 0 S 



-CH 2 -^C- w 



WO 01/10439 



4 6 



PCT/JP00/O5260 




WO 01/10439 



PCT/JP0O/O5260 



4 7 



Table 1.28 



Compd. R S_( C H 2 ) r k m n chirality R 3 
No. 



"(CH 2 )p^-(CH 2 )q-G-R 6 
R 5 



298 h,cchQhch 2 - 



299 h 3 c-\ /)-CHi 



300 



303 



304 



305 



306 



307 



308 



N0 2 



CH,- 



301 ^ 



302 O z NH^-CH,- 



,CF 3 



Or 



C0 2 CH 2 CH 3 



CH 3 



CI 




CH 2 - 



CH 2 - 



Br 



CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-/~^ 



,CF 3 



H \=/ 



9 



-CH 2 -N-C 



-CH 2 -hi-C-H^ 

-CH 2 -M-C-h^ 
-CH 2 -^-C-^J 
-CH 2 -M-C-^ 



PF 3 



.CF, 



.CF 3 



-CH 2 - 



- CH *-£T c -w- 



,CF 3 



WO 01/10439 



PCT/JP00/05260 



4 8 



Table 1.2 9 



c °N m o Pd ' R> (CH2) i~ k m n chirali{ y ' r 3 



'(CH 2 )pi-(CH 2 )5-G-R 6 

R 5 ■ 



309 8 ^hch 2 - 1 2 0 R 



310 ^=0=\ 12 0 R 



H 



-CHz-N-C-^J 
-CH.-JJ.O-Q 



311 Br-<>-CH 2 - 12 0 R 



312 



C^~)-CH 2 - 



12 0 R 



OCH 3 

313 Q-crir 1 2 0 R 



H 



H 



H 



-CH 2 -N-C 



-CH 2 - 



-CH,- 



314 



HjC-c 



■f^^r 1 2 0 R 



315 H 2 c-^4 >-ch 2 - 12 0 R 
o 



H 3 co 2 c 

316 <>CH 2 - "i 2 0 R 



317 




CH 2 - 12 0 R 



H 



H 



s"_M CFl 
- cH *-it c -Q 

-CH.-N-C-^ 



318 • HO-i /V-CHj- 12 0 R 



,CN 



319 



CH 2 - 



H 



.CF, 



H W/ 



WO 01/10439 



PCT/JPOO/05260 




WO 01/10439 



PCT/JPOO/05260 




WO 01/10439 



PCT/JP00/05260 



5 1 



Table 1.3 2 



R 1 

Compd. >(CH 2 )j- k m n chirality R 3 
No. Pr 



Xr 



-□6 



'(CH 2 ) r H(CH 2 ^G-R 
R 5 



342 cm(~}- 



CH 2 - 0 3 1 



H 



CH 3 O 



343 Cf-\ )-CH 2 - 0 3 1 



344 CJ-hQ)-ch 2 - 0 3 1 



H 



H 



u 

| H \=/ 
CH(CH 3 ) 2 

| H \=/ 
CH 2 CH(CH 3 ) 2 



345 ch-\>-CH 2 - 0 3 1 



H 



-(CH 2 ) 3 -C-{3 



346 ct-\_y° H 2- 0 3 1 



H 



-(CH 2 ) 2 -C-f VOCH 3 



347 ci--Qhch 2 - .03 1 



H 



-(CH 2 ) 2 -C^^CH 3 



348 Ci-4 >~CH 2 - 0 3 1 



H 



-(CH 2 ) 2 -C-f VCH 3 



349 cm(~> 



CH 2 - 0 3 1 



350 ChQ-CH 2 - 0 3 1 



H -CH 2 -S-{^CH 3 



o 
s- 
b 

o 
11 

o 



351 ci-(~)-ch 2 - 0 3 1 



H 



CH 2 N-C acH 2 



352 Ch-C )-ch 2 - 0 3 1 



H 



•CH-O 
CH 3 



WO 01/10439 



PCT/JPOO/05260 



5 2 



Table 1.3 3 



Compd. R V(CH 2 ) r 
No. Fr 1 



k m n chirality R 3 



"(CHs^CH^G-R 6 
R 5 



353 ct-i }-ch 2 - 1 2 1 



" CH? -fr c "w 



354 Cf-^^-CH 2 - 1 3 0 



-CH 2 -N-C 



355 Ci-(^^-CH 2 - 1 3 0 



c-fl 



CH 3 



356 Cf-^^-CH 2 - 1 3 0 



H 



9 /r- N 
-CH r N-C-(j 



357 ct-\ >-ch 2 « 1 3 0 



H 



-CH 2 -M-C-Q 
H 3 C 



358 ci-\ >CH 2 - 1 3 0 



359 Ch-4 >-ch 2 - 1 3 0 



H 



-(CH 2 ) 2 -NrO w 



360 ci-4 >-CH 2 - 1 3 0 



H -(CH 2 ) 2 - M- V- NO 



361 ci-4>-CH 2 - 1 3 0 



H 



-(CH 2 ) 3 - ChQ> 



362 cK >-CH 2 - 1 3 0 



H 



-(CH 2 ) 3 -C-h(J)-OCH3 



363 Ct-\ )-CH 2 - 1 3 0 



H 



-(CH 2 ) 3 -cYjl 
S 



WO 01/10439 



PCT/JP00/05260 



5 3 



Table 1.3 4 



Compd. R V(CH 2 )i 
No. R 2/ ' 



f~ k m n chirality R 3 



iCH 2 )p^-(CH 2 7 G-R = 
R 5 



364 Ch-Q-CH 2 - 1 3 0 



H 



-(CHj) 2 - 



0 ^ 

--0 

H 3 CO 



OCH 3 



365 a-\J-CH 2 - 1 3 0 



H 



-(CH 2 ) 2 -C-h^-CH 3 
H 3 C 



366 a-^~)-CH 2 - 1 3 0 



"(CH 2 ) 2 -CH( VOCH 3 



367 a-{~}-CH 2 - 1 3 0 



H 



u 

-(CH 2 ) 2 -C-^^-CH 3 



368 a-\ )-ch 2 - 1 3 0 



H 



O 

-(CH 2 ) 2 -C 



369 Ch ~^}~ 



CH 2 - 1 3 0 



H 



~(CH 2 ) 2 



"SO" 



370 Ch-< >-ch 2 - 1 3 0 



H 



(CH 2 ) 2 -C-( VQCH^CH, 



371 Ch-( )-CH 2 - 1 3 0 



H 



-(CH 2 ) 2 -C-f>-S-CH 3 
O 



372 • Ch-Q-CH 2 - 1 3 0 



H - CH 2"§~ < (3~ CH 3 



373 Ci-4 >-CH 2 - 1 3 0 



H 



-(CH 2 ) 3 -C 



374 Ct-< >-CH 2 - 1 3 0 



H 



O , 0CH 3 

-(CH 2 ) 3 -C^ 



WO 01/10439 



Table 1.3 5 



PCT/JP00/05260 



5 4 



375 ci— C /~CH 2 - 1 3 0 



376 Ci-£}-ch 2 - 1 3 0 



m n chirality R 3 



377 ch-\ /-ch 2 - 1 3 0 



378 CK /VcHo- 1 3 0 



379 CK >-CH 2 - 1 3 0 



380 ch-< >CH 2 - 1 3 0 



381 Ch-< >-CH 2 ~ 13 0 



H 



H 



H 



H 



H 



-(CH 2 )i(CH 2 )5-G-R 6 
R 5 



"(CH 2 } 3 - 



o _ 

-(CH 2 ) 3 -C-N-H^-OCH 3 



CH 3 O 



- CH 2 -C - CHj- C- CI 

CH3 



-CH^CHa-C-N-^-F 



6 



-(CH 2 ) 3 - C- N-\_/- C" CH 3 



-(CH 2 ) 3 -C-N-CH 2 - 



- cH *-K-t-0- cH3 



382 o-( }-ch 2 - 1 3 0 



383 ct-i /V-CH,- 1 3 0 



384 ct-^-CHj- 2 2 0 



385 ct-i )-ch 2 - 2 2 0 



H 



-CH 2 -N-C-0-CH 2 -^J 
-ChfO-C-NM^ 



CH 3 



CH 3 



P 

— CH 2 -N-G 



WO 01/10439 



PCT/J POO/05260 



5 5 i 



Table 1.3-6 



Compd. r \_ (C h 2) k m n chira | ity R 3 _ (CH2 J_ (CH2 ^ G _ R 6 
No. r a 5 



386 O" 



CH 2 - 2 2 0 



H 



387 0" CH2_ 2 2 0 



H 



388 



ch 2 - 2 2 0 



H 



-CH 2 - 



NO, 



389 4}^ CH 2- 2 2 0 



H 



-CH 2 -N-C-^^-C0 2 CH 3 



390 



CH 2 - 2 2 0 



-CH 2 -^CH^> 



P F 3 



391 



-CH 2 - 2 2 0 



H 



392 0^ CHz " 2 2 0 



H -CH 2 -NhC-Hf^i 



PCF 3 



H W/ 



393 0" CH2 ~ 2 2 0 



H 



BV 



-CH 2 -^-C^ 



394 



CH 2 - 2 2 0 



-CH 2 -N-C- 



395 0-CH 2 - 2 2 0 



H ~CH 2 -M-C--^^-Br 



396 0~ CH *~ 2 2 0 



H 



WO 01/10439 



PCT/JP00/05260 



5 6 



Table 1.3 7 



C< Nk> Pd ' R2^" (CH2)r k m n chiralit y R 3 -(CH 2 )^|-(CH 2 )q-G-R 6 



397 Q~ 



ch 2 - 2 2 0 



H 



-CH^N-CH^J-CI 



398 Qkch 2 - 2 2 0 



H 



? 



-(eH a ) 2 -^c-Q 



399 Q>-CH r 2 2 0 



H 



9 



(CH a ) 2 -£- C -^J-^ 




400 



CH 2 - 2 2 0 



H 



-(CH 2 ) 2 - 



NO o 



H N=/ 



401 0^ CH r 2 2 0 



H 



-(CH 2 )2-N-ChQ^00 2 CH3 



402 G^ CH r 2 2 0 



H 



-(CH 2 ) 2 -N-C 



403 0^ CH 2~ 2 2 0 



404 



CH 2 - 2 2 0 



H 



H 



-(CH 2 ) 2 -fvhC- 




-(CH 2 ) 2 -N-C- 



^1 



PF 3 

> . 
F 

PCF 3 



405 Q-CH 2 - 2 2 0 



H 



-(CH 2 ); 



9 _/ f 



406 0~ CH 2- 2 2 0 



-(CH 2 ) 2 - 



407 0~ CH2_ 2 2 0 



H 



-(CH 2 ) 2 -f^C-HQ-Br 



WO 01/1043!) 



PCT/JPOO/05260 



5 7 



Table 1.3 8 



R 1 

Compd. \- (CH2 v_ k m n chirality R 3 
No. 



~(CH 2 )J-( 



- D 6 



"(CH 2 ) r l-(CH 2 )5-G-R 
R 5 



408 



^~^-CH 2 - 2 2 0 



H 




.409 O" 



CH 2 - 2 2 0 



-(CH 2 ) 2 -N-C-^J-CI 



410 V >-ch 2 - 2 2 0 



(S) 1?^-^ 

CH 2 CH(CH3) 2: 



411 



412 



414 



418 



CH 2 - 2 2 0 



CH 2 - 2 2 0 



413 O -0 " 2 " 2 2 0 



y-CH 2 - 2 2 0 



415 0~ CHr 2 2 0 

416 0" CHr 2 2 0 



417 0~ CH 2- 2 2 0 



CH 2 - 2 2 0 



H 



H 



H 



H 



H 



H 



-CH-N-C-f N , 
If H W 

CH 2 CH(CHj) 2 



(s> 9 



NO, 



CH 2 CH(CH3> 2 . 

(S) i? ^ 
-^H-t^-C-^J-COzCHa 

CH 2 CH(CBi) 2 

-c^c-^Q 

CH 2 CH(CH3) 2 

O / CF3 

(S) V ^-C 

CH 2 CH(CH3);, F 
CH 2 CH(CH 3 ) 2 



(S) P ^ 



Br 



CH 2 CH(CH3) 2 . 



(S) P W~ 

-f^ cH C> 

CH 2 CH(CH 3 ) 2 



CI 



WO 01/10439 



Table 1.3 9 



5 8 



C °No Pd r*^"* 0 ^ k m n chirality R3 



PCT/JPOO/05260 



"( CH 2)?|-(CH 2 ) 5 -G-R 6 
R 5 



41 



9 0~ CHr 2 



420 



421 



422 



423 



425 



426 



427 



2 0 



CH 2 - 2 2 0 



/-CHr 2 2 0 



CH 2 - 2 2 0 



ch 2 - 2 2 0 



424 *C^~ CHr 2 2 0 



CH 2 - 2 2 0 



ch 2 - 2 2 0 



CH 2 - 2 2 0 



428 0" CHr 2 2 0 

429 {^}-CH 2 - 2 2 0 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 




CHjCHfCH^ 

CH 2 CH(CH3) 2 

(S) i? W 
-jH-jMj-Q-CI 

CH 2 CH(CH3} 2 
CH 2 CH(CH 3 ) 2 

CH 2 CH(CH3) 2 

O , N0 2 

I h \=/ 

CH 2 CH(CH3) 2 

~CW-^C-^J)-C0 2 CH 3 
CH 2 CH(CH 3 ) 2 



w i? /CF3 
TT c -w 



CH 2 CH(CH3) 2 
CH 2 CH(CH 3 ) 2 F 



(fl» P w v 

CH 2 CH(CH 3 ) 2 



.OCR 



OT P 



to 

CH 2 CH(CH 3 ) 2 



Br 



WO 01/10439 



PCT/J POO/05260 



5 9 



Table 1.40 



Compd. Rt >_(CH 2 )r 
No. ' 



f" k m n chirality 



-(CH 2 J-( 



-D6 



-(CHaJ^-h-tCHgJq-G-R 
R s 



430 0~ CHr 2 2 0 



431 



CH 2 - 2 2 0 



432 Q" 



CH,- 2 2 0 



433 (Qhch 2 - 2 2 0 



H 



H 



H 



w 9 



-CH-N-O ^ 7 
CH 2 CH(CH3) 2 . 

-CH-^C-^_^--Br 
CH 2 CH(CH3)2 

(fl) 2 




ch ~h" c-< C/ F 

CH2CH(CH3)2 

-CH-N-C-^_J-CI 
CH 2 CH(CH 3 ) t 



434 CI-C/-CHr 1 3 1 



H 



~CH 2 -N-C-hQ 



435 Ct-< >-CH 2 - 1 3 1 



H 



f? 




. C , 2 _^ C _Q_/ 



436 CK >-CH r 1 3 1 



H 



-CH 2 -N-C-f J 



NO, 



H \=/ 



437 Ct-i >-CH 2 - 1 3 1 



H 



{? 



-CH 2 -N-C-^^-C0 2 CH 3 



438 CI-Q-CH 2 - 1 3 1 

439 0-Q)-CH 2 - 1 3 1 



H 



H 



P 



_ CH2 _^ CH Q 



440 a-i >-ch 2 - 1 3 1 



,OCF 3 



H W 



WO 01/10439 
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Table 1.41 



C °nT R> (CH2) r k 



m n chirality - (C H 2 ) r f-(CH 2 )^G- 
R 5 



rlr(CH 2 h-G-R 5 



441 ct-^y~cH r 



442 Cl-\J-CH 2 - 



443 ci-^_y-CH 2 - 



444 C>-\ >-CH 2 - 



445 Cl-6 /-CHa- 



446 Ci-^^-CH 2 - 



447 C\-i )-CH 2 - 



448 a-\ >-CH 2 - 



449 Cl-d>-CH 2 - 



450 a-i )-CH 2 - 



451 a-\ }-ch 2 - 



3 1 



3 1 



3 1 



3 1 



3 1 



3 1 



3 1 



3 1 



3 1 



3 1 



3 1 



H 



H 



H W/ 



-CH 2 -M-C^^J-Br 




-CH 2 -N-C-f V-F 



— CHj-N-C-^^-CI 
-(CHjfe-N-C-^Q 



-(CH 2 ) 2 - 



N0 2 



-(CH 2 ) 2 -M-C-^J) 



-(CH 2 )2-N~C-^^- 00 2 CH 3 



-(CH 2 ) : 



-(CH 2 ) 2 -N-C-(> 
F 



WO 01/10439 



PCT/JPOO/05260 



6 1 



Table 1.42 



R 1 

Compd. » V(CH 2 ) r k m n chirality R 3 
No. Fr 



- D 6 



"(CH 2 ) r h-(CH 2 )q-G-.R 
R 5 



452 C>H>-ch 2 - 1 3 



453 Ch\>-Ch 2 - 1 3 



454 Ct-C >-CH 2 - 1 3 



455 ch-( )-CH 2 - 1 3 



456 O-i >-ch 2 - 1 3 



457 O-i }-CH 2 - 1 3 



458 ct-{ )-CH 2 - 2 2 



459 Ch-( >-CH 2 - 2 2 



460 cmQ-CH 2 - 2 2 



461 Cl-Q^CH 2 - 2 2 

462 cmQ-ch 2 - 2 2 



H 



H. 



H 



H 



H 



H 



H 



H 



-(CH 2 ) 2 - 



-(CH 2 ) : 



PCF 3 



H W 



-(CH 2 ) 2 - 



I? 



-(CH 2 ) 2 - 



-(CH 2 ) 2 -N-C-<r N )-F 
H 




9 



-(CH 2 ) 2 - 



O 

-CH 2 -N-C 



,CH 3 



-CH, 



-N-C-^-CH 3 



-ch 2 -n-chQ 



U 

-ch 2 -n-chQ 

H 3 C 
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Table 1.43 



Compd. R V(CH 2 )p 
No. V 2 * 



k m n chirality r 3 



"(CH 2 )i(CH 2 ^G-R 6 
R 5 



463 a-4 >ch 2 - 2 2 1 



464 a-4 >-ch 2 - 2 2 1 



465 a-\ >-ch 2 - 2 2 1 



o 

n 

c 

CH 3 



o ^ 0CHa 

H - CH 2 - W- ChQ- OC H 3 

OCH 3 



466 cir\ >-CH 2 - 2 2 1 



-CH2 



o 



467 ci-4 }-CH 2 - 2 2 1 



o , Bf 



468 ci-( >CH 2 - 2 2 1 



H 



Q N(CH 3 ) 2 



•CH 2 -N-C 



469 Ch-< >-CH 2 - 2 2 1 



470 CK >-CH 2 - 2 2 1 



H 



-CH 



-CH. 



OCH, 



471 c^-O 



CH,- 2 2 1 



H 



- CH 2 - N- C-^^>- C0 2 C H 3 



472 Ch-Q-CH r 2 2 1 



9 _ o 



-CH 2 -»C-Q-C-Q 



473 CmQ-ch 2 - 2 2 1 



H 



O o 

-CH 2 -N-C-^-C-CH 3 



• 
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• 
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Table 1.44 










Compd. R >-(CH ,)r 


k 


m n chirality 


R 3 


-(CHpJr-f-fCHjfc-G-R 6 
R 5 


474 Ci-(3" CH2 " 


2 


2 1 


H 




475 ct-^-CH 2 - 


2 


2 1 


H 


- CH 2 - W- C-/~V CH(CH 3 ) 2 
H V— / 


476 Ct-^}-CH 2 - 


2 


2 1 


H 


O 

-CH 2 -N-CH^k-N0 2 . 


477 Ct-0"CH 2 - 


2 


2 1 


H 


- CH 2 -N- C-/~V OCH(CH 3 >2 


478 Cf-^^-CH 2 - 


2 


2 1 


H 


.0 

-CH 2 -^C-^j) 
H 3 C 


479 CI — L a-ZW-r 


2 


2 1 


H 


0 

H 


480 Cl-^-CH 2 - 


2 


2 1 


H 


O 

n w : Br 




2 


2 1 


H 


O 

— CHo-f^C— K tl 
H 


482 CmCV-CH^ 


2 


2 1 


H 


CH 3 

-CH 9 -f^C--\ll 
H 


483 d-^Y-CH;,- 


2 


.21 


H 


0 

n b CH 3 


484 Cl— ^/"CH 2 - 


o 




u 
n 


2 H nA^ 
H 
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Table 1.46 



Compd. R S-(CH 2 ) r 
No. R 2 ^ ' 



k m n chirality R 3 



ICHa^CH^G-R 6 
R 



496 Ct-^}-CH 2 - 2 2 1 



H 



-CH 2 



497 cmQ>-ch 2 - 2 2 1 



H 



-CH 2 



Q HO C H(CH 3 ) 2 



498 Ch-Q>-CH 2 - 2 2 1 



H 



. O 



NH 2 CF 3 



" CH ^[^ C " W 



499 cK Vch 2 - 2 2 1 



H 



- CH 2 - N- C"^^~ N(CH 3 ) 2 



500 Ct-\ Vch 2 - 2 2 1 



H 



-CH^N-C-^^-OCHa 



501 ci-hQ^- 



Ch 2 - 2 2 1 



H 



Br 



502 cK Vch 2 - 2 2 1 



H 



N0 2 



-CH^N-C^^-F 



503 >-ch 2 - 2 2 1 



H 



-CH 2 



O , N °2 



504 ChH^^-CH 2 - 2 2 1 



H 



o /- 
-ch 2 - n-c^{% 



OCH 3 



OCH 3 



505 CK Vch 2 - 2 2 1 



H 



506 cl ^O" CH2 " 2 2 1 



-CH 2 - 

H 0 A no 2 
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Table 1.48 



Compd. R V(CH 2 ) r k m n chirality R : 
No. Fr 



p , '(CHa^G-R' 
R 



518 



NH, 



CH 2 - 



2 2 1 



519 q^^-Ocm,- 2 2 1 



520 ch-^^-ch 2 - 2 2 1 



521 Ci-< )-CH 2 - 2 2 1 



522 ch-< >-CH 2 - 2 2 1 



523 C»~4J-CH 2 - 2 2 1 



524 ct\J-CH 2 - 2 2 1 



525 CI-0- CH a- 2 2 1 



526 c| -0" CHr 2 2 1 



527 Ci-( )-CH 2 - 2 2 1 



528 C| -0~ CH2 " 2 2 1 



H 



H 



-CH 3 



P - 

-(CH 2 )2CH-^} 

9 - 

-CH 2 CH-Q> 



P 



-(CH 2 ) 2 CH-^_J> 

-CH 2 C»-{~) 
H 



H 



H 



H 



-CHrN-C-(J 



-CH 2 -W-C- 



.CF 3 



-CH 2 -N-C-H^ 
-CHa-N-C-^J 



Hi H w 



i? 



-ch^chQ 



-CH 2 -N-C-^° 



? 



-CH 2 -N-C^Qj 



p 



F 3 C 



WO 01/10439 
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6 8 



PCT/JP00/05260 



k m n chirality r 3 



529 d-Q- 



CH 2 - 2 2 1 



H 



d4 

'( CH 2)rrV( CH 2)q- G -R 6 

R 

-CH 2 -M-C-^ 



530 a-l )-ch 2 - 2 2 1 



-CH 2 -N-C- 
H 




531 Ch\ >-CH 2 - 2 2 1 



-CH 2 - fvhC-v X c 



532 CK^> 



CH 2 - 2 2 1 



H 



H,C 



533 Ci-4 >-CH 2 - 2 2 1 



534 ChH(> 



ch 2 - 2 2 1 



535 C(-<\ /)-CH 2 - 2 2 1 



H 



H 



- CH *-|t c -yo 

H 3 C 

-CH 2 -N-C- 
H,C 



I? 



-CHrjsf-c-^T 



536 ch-<\-ch 2 - 2 2 1 



537 ci-Q-CH 2 - 2 2 1 



H 



CH 3 

H 3 C 



H 3 C 



538 Ci-\ >CH 2 - 2 2 1 



539 cmT>-ch 2 - 2 2 1 



H 



9 



H V 
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Table 1.51 



c °NT d ' R^ (CH2) r k m n chirali, y r 3 



551 cmQ^-CHj- 2 2 1 



"(C^Jpl-fCH^G-R 6 
Ft 5 



9 



-CH 2 -N-C-CH 2 - 



CH 3 

<5 



552 o-\ >"CH 2 - 2 2 1 



H 



-CH 2 -N-C-CH 2 - 



553 ct-< >-CH 2 - 2 2 1 



554 ci-£^-ch 2 - 2 2 1 



-CHs-W-C-CHf^ 

CF 3 

H 



555 cm! >-CH 2 - 2 2 1 



H 



556 Ch-4 >-CH 2 - 2 2 1 



-cH 2 -^?-rcr CH3 

H 



557 cj-( )-ch 2 - 2 2 1 



H 



"(CH 2 ) 2 -N-C^Q 



558 c\-\ >-ch 2 - 2 2 1 



CH 3 O 



559 ch-Q-CH 2 - 2 2 1 



560 O-O 



CH 2 - 2 2 1 



561 CM^-CH 2 - 2 2 1 



0 , CF 3 

CH 3 CF 3 



■k3 



-CH-N-C- 
| H W 
CH 3 



CH 3 
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Table 1.5 2 



"(CH 2 )p|-(CH 2 )q-G-R 6 
R 5 



Ojmpd. ^ ( CH 2)r 



k m n chiralily fl 3 



562 ch4>-ch 2 - 2 2 1 



563 ci-hQ^ch 2 - 2 2 1 

564 Ch-Q^ch 2 - 2 2 1 



565 C 



566 c 



567 Ci 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



568 CmQ- 



CH 2 - 2 2 1 



569 CH\Jkch 2 - 2 2 1 



570 C 



CH 2 - 2 2 1 



571 CK >-CH 2 - 2 2 1 



572 CHhQkch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



o F 

| H \=/ 



o < CI 

-CH-N-C- 
CH 3 

I H >=/ 
CH 3 F 3 C 

Q OCH 2 CH 3 



I H 

CH 3 



o \P*> 

I H V==/ 
CH 3 



i H 
CH 3 



CH 3 



-ch-n-g 



I H 

CH 3 



$3 

CF 3 

K3 



CF 3 



-CH-N-C 
CH 3 



F 



CF 3 



0 , CF 3 

| H \=/ 
CH 3 

p H9 ch ( CH3) 2 

t H W/ 
CH 3 



-CH-N- 
! H 
CH 3 



fK3 
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Table 1.54 



^ompd. 
No. 


^(CHaJr 


k 


m 


n chirality 


R 3 


~(CH 2 ) F f-(CH 2 )5-G-R { 
R 5 


584 


c, -0^ CH2 " 


2 


2 


1 


H 


0 0 

CH 3 


585 


ci -0" cH2 " 


2 


2 


1 


H 


| H \=/ 

CH3 


586 




2 


2 


1 


H 


-CH-N-C-fVci 
| H \==/ 

CH 3 


587 


c.-Qkch 2 - 


2 


2 


1 


H 


-CH-M-C-^y-CF 3 
CH 3 


588 


CK "0" CH2 " 


2 


2 


1 


H 


O 

CH 3 


589 


ch O: CH2 " 


2 


2 


1 


H 


O 

- CH- JSj- C-Q- C(C H 3 ) 3 
CH 3 


590 


chhQkch 2 - 


2 


2 


1 


H 


— CH-N- C-^^ CH(CH 3 ) 2 
CH 3 


591 


ci _<Q-ch 2 - 


2 


2 


1 


H 


- CH- N--C-/~V N(CH 3 ) 2 
| H, > — ' 
CH 3 


592 


cMr~y-cH 2 - 


2 


2 


1 


H 


-CH-^C-/~VoCH 3 
I H 
CH 3 


593 


chh O~ CH!! " 


2 


2 


1 


• H 


- CH- N- C-hQh CH 2 OH 
CH 3 


594 


CI-^~jHCH 2 - 


2 


2 


1 


H 


-CH-N-C-/"~VoH 
| H \=/ 



CH 3 
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Table 1.5 5 



C °N m o Pd ' R> (CH2) r k m n chiral »y r 3 



-(CH 2 )i(CH 2 )5-G-R 6 
R 5 



595 C-Q- 



CH 2 - 2 2 1 



H ~CH-N-C^Q)-C0 2 CH3 



CH 3 



596 CH-4 >-CH 2 - 2 2 1 



H 



CH 3 



597 Ch-\ >-CH 2 - 2 2 1 



-CH-hfC 
I H 
CH 3 



C-CH 3 



598 CH< ^-CH 2 - 2 2 1 



H 



-CH- N-C-/1 
i H o-^ 
CH 3 



599 CK\ />-CH 2 - 2 2 1 



600 CK >-CH 2 - 2 2 1 



601 Ch\ >-ch 2 - 2 2 1 



602 CH-4>-CH 2 - 2 2 1 



603 Cm£>-ch 2 - 2 2 1 



H 



H 



H 



CH 3 ch 3 
O 

CH 3 

O OCH 3 

I H \=/ 
CH 3 

O N(CH 3 ) 2 

CH 3 



O 



-CH-N-C-^^ 
CH 3 



NH 2 



604 cmQ- 



ch 2 - 2 2 1 



H 



CH 3 H 



605 CK >-ch 2 - 2 2 1 



H 



CH 3 
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Table 1.5 6 



Compd. R V(CH 2 ) r 
No. Pr 1 



k m n chirality "R 3 



-06 



1CH 2 )p-t-(CH 2 )q-G-R 
R 5 



606 CH-Q)-CH 2 - 2 2 



607 CI-hQ-CH 2 - 2 2 

608 Ci-^~}-CH 2 - 2 2 



609 C] -(^- CH 2- 2 2 



610 ci-(\ >-ch 2 - 2 2 



611 CH-^)-CH 2 - 2 2 

612 ch-(~)-ch 2 - 2 2 



613 CK >-ch 2 - 2 2 



614 CmQ-CH 2 - 2 2 



615 ct-i >-ch 2 - 2 2 



616 Ct-i )-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



CH, 



5? 



CH 3 

CH3 H3C 

-<fH-^C-^ 0 

CH3 H3C 

9 /-I 

CH3 0?C CH 3 
9 C(CH 3 ) 3 

CH3 H3C 



1T>o 

CH 3 HjC 
CH 3 F 3 C 

CH 3 F 3 C ° h3 





CH, 
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Table 1.57 



C ° N ^ Pd ' pa>"( CH 2)i k m n chirality ff -(CH 2 )^(CH 2 )q-G-R 6 



617 ci-\ >-ch 2 - 2 2 1 



619 ct-{ >-CH 2 - 2 2 1 



620 a-i >-ch,- 2 2 1 



621 ch-i >-CH z - 2 2 1 



623 ci-{ >-CH r 2 2 1 



624 cK )-CH 2 - 2 2 1 



625 a-i >-ch 2 - 2 2 1 



626 ct-( >-ch 2 - 2 2 1 



H 



CH 3 

O 



618 ci-h^ >CH 2 - 2 2 1 - H -ci+n-c-hQ 

CH(CH 3 ) 2 



CH(CH 3 } 2 



CN 



O Br 



I 

CH(CH 3 ) 2 



(CH 3 ) 2 
(CH 3 ) 2 

622 CH^_)-CH 2 - 2 2 1- H -ch-»c-£> 



I ^ 

CH(CH 3 ) 2 



N(CH 3 ) 2 

n 

CH(CH 3 ) 2 



O PCH 3 
-CH-N-C- 
CH(CH 3 ) 2 



O , N ° 2 

l H \=/ 



I 

CH(CH 3 ) 2 



O , NH 2 



H -CH- 
I 



CH(CH 3 ) 2 



I H \=/ 
CH(CH 3 )2 CF 3 



/=\ O OCH 2 CH 3 

627 ChH^J- C H 2 - 2 2 1 - h -CH-f^C-O 



CH(CH 3 ) 2 
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Table 1.5 8 



Compd. R V(CH 2 )p k m n chirality R 3 ~(CH 2 )p^-(CH 2 )q-G-R 6 
No. R^ k r5 



628 Ct-i />-CH 2 - 2 2 1 H -C h w 



629 ci-(^-CH 2 - 2 2 1 



630 Ci-\ >-CH 2 - 2 2 1. H 



632 ci-i >-ch 2 - 2 2 1 H 



637 Ci-C >-CH 2 - 2 2 1 - H 



Q C0 2 CH 3 



CH(CH 3 ) 2 

H -CH-N-C-f 
CH(CH 3 ) 2 



OCF 3 



i H \=/ 



I 

CH(CH 3 ) 2 



631 Ch-^jKCH 2 - 2 2 1 ~ H -CH-N-C-^ ^ 

CH(CH 3 ) 2 CF 3 




CH(CH 3 ) 2 CF 3 
O , CF 3 

633 cmQ-CH 2 - 2 2 1 - H -^^C-^Q 

CH(CH 3 ) 2 F 

634 cm(~)-CH 2 - 2 2 1 H -ch-n-c-^Qkf 

CH(CH 3 ) 2 

_ . o H ?J OT(QH 3)2 

635 -Ch-{~)-CH 2 - 2 2 1.- H -CH-^C-Q 

CH(CH3) 2 • 

CH 3 



636 CmQ-CH 2 - 2 2 1 - H "^^-^j) 

H 3 ) 2 

o , C 
c-fl 



CH(CH 3 ) 2 

CF 3 



-CH-N-C 

I H W 

CH(CH 3 ) 2 



638 ChhQhch 2 - 2 2 1 - H "CH-[*K> CN 



CH(CH 3 ) 2 
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Table 1.5 9 



C °No Pd r2^ CH ^' k m n chirality 'pf> 



-(CHs^CH^G-R 6 
R 3 



639 Ci-Q-CH 2 - 2 2 1 



640 Ct-\J-CH 2 - 2 2 1 



641 >-CH 2 - 2 2 1 



642 CmQ- 



CH 2 - 2 2 1 



H 



H 



H 



H 



-c^n.£hQ^n(ch 3)2 

CH(CH 3 ) 2 
O 



-CH-N-C-f VOCH 
CH(CH 3 ) 2 



-CH-N-CH^^C0 2 CH 3 
CH(CH 3 ) 2 

O O 

CH(CH 3 ) 2 



643 Ch\ ycH 2 - 2 2 1 



644 CM^> 



CH 2 - 2 2 1 



H 



H 



-CH-N-C-f VCF 3 
CH(CH 3 ) 2 



-ch-n-c^Qkc(ch 3 ) 3 

CH(CH 3 ) 2 



645 Cl-\ >CH 2 - 2 2 1 



H 



CH(CH 3 ) 2 



646 Ch\ ^CH 2 - 2 2 1 



647 ci-4 >-CH 2 - 2 2 1 



648 Ch ^y~C"2- 2 2 1 



649 CH/ V >-CH r 2 2 1 



H 



H 



H 



H 



"CH-N-C-/^V-CH 2 OH 
J H 

CH(CH 3 ) 2 

° 9 

-CH-N-C-Q-C*CH 3 

CH(CH 3 ) 2 

-ch-n-chQ^ch(ch 3)2 

CH(CH 3 ) 2 

~ ^ H- jj 0-^^- OC H(CH 3 ) 2 
CH(CH 3 ) 2 
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Table 1.60 



Compd. R V(CH 2 ) r 
No. FT 1 



k m n chirality *R 3 



-(CH 2 )i(CH 2 ^G-R 6 



650 c; 



t-{~)-CH 2 - 2 2 



651 cnQhcHr 2 2 



652 Cl-(\ >-CH 2 - 2 2 



653 CK >~CH 2 - 2 2 



654 ci-(^)^CH 2 - 2 2 



655 Ch-\ >*CH 2 - 2 2 



656 CK >-CH 2 - 2 2 



657 Ch-< >-CH 2 - 2 2 



658 CK >-CH 2 - 2 2 



659 >-CH 2 - 2 2 



660 Ch-{ )-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



lT<> 



CH(CH 3 b 



CHCHo 



CH(OH,) 2 

9 



CH<CH 3 ) 2 



-(j:h-n-c-( >-0(CH 2 ) 4 CH 3 

CH(CH3) 2 



CH(CHj) 2 



CF 3 



CHtCHjfc 



CH(CH 3 ) 2 



CH(CH 3 ) 2 



CH(CH 3 ) 2 



CH(CH 3 ) 2 



-(j:H-N-C 
CH(CH 3 ) 2 



NO z 
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Table 1.61 



PCT/JPOO/05260 



C ° N T d ' r2>-( CH 2)i k m n chirality r 3 - (C h 2 )-^-(CH 2 )5-G-R 6 
R 5 

661 cmQ-ch 2 - 2 2 1 H -^n-c-O 

CH(CH 3 } 2 OCH 3 



662 ch-4 >-ch 2 - 2 2 1 



668 Ci-Q>-CH 2 - 2 2 1 



670 cK )-CH 2 - 2 2 1 



671 C i-<r~}-CH 2 - 2 2 1 




T H 
CH(CH 3 ) 2 

663 cl-<\ />CH 2 - 2 2 1 h -<j^c-/ 

CH(CH 3 ) 2 

664 i>CH 2 - 2 2 1 - H -QH-H-lJ 3 



3 



T H 



CH(CH 3 ) 2 . N ° 2 

_ ; a^CH 3 
66 5 cm(>CH 2 - 2 2 1 - H _p.jj.g_ 

CH(CH 3 )2 



H, 



666 . . cm^-ch 2 - 2 2 1- H -gH-w-o-Qf 

CH 3 



9 £>3 

CH(CH3) 2 



66 7 CM\ }-CH 2 - 2 2 1 h -(JH-r^o 

CH(OH 3 ) 2 





-CH-N-C-f 

T h v - CH 

CH(CH 3 ) 2 3 



— ? 
669 CI-Qhch 2 - 2 2 1 - H ~f*H"k~0 



CH(CH 3 ) 2 ch 



'3 



Tirkx,, 

CH(CH 3 ) 2 
CH(CH 3 ) 2 NU2 
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Table 1.62 



Compd. R V (CH ) k m n chirality 
No. Ft 



X. 



-06 



-(CH 2 )prt-(CH 2 )5-G-R 
R 5 



672 CI-hQ>-CH s - 2 2 



673 Cl-4 >-CH 2 - 2 2 



674 Ci-i >-CH 2 - 2 2 



675 Ch-( )-ch 2 - 2 2 



676 Cf-£ ycH 2 - 2 2 



677 ci-( )-CH 2 - 2 2 



678 Ch-( >-CH 2 - 2 2 



679 Ci-(>-CH 2 - 2 2 



680 Ch-^^-CH 2 - 2 2 



681 Chi >-CH 2 - 2 2 



682 Cl-i }-CHr 2 2 



H 



H 



H 



H 



-<j;K-N-C-/j} 
CH(CH 3 ) 2 H 

C(CH 3 ) 2 

CH(CH 3 ) 2 

-<j!H-N-C— 
C(CH 3 ) 2 

CH(CH 3 ) 2 H 



CH 3 



I H 

CH(CH 3 ) 2 C H 3 
P 

CH(CH 3 ) 2 

CH(CH 3 ) 2 

T H <T% r 
CH(CH 3 ) 2 

CH(CH 3 ) 2 3 



9 



CH(CH 3 ) 2 



C(CH 3 ) 3 
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Table 1.6 3 



k m n chirality R 3 



o4 

iCHaJp-frCCH^G-R 6 
R 5 



683 Ch-Q-CH 2 - 2 2 1 



684 cm( y C H 2 - 2 2 1 



685 CK >-ch 2 - 2 2 1 



686 cmO-ch 2 - 2 2 1 



687 ch-4 >-ch 2 - 2 2 1 



688 CH\ >-CH 2 - 2 2 1 



689 CH4 . >-ch 2 - 2 2 1 



690 ci-4 >-CH 2 - 2 2 1 



691 CHnQh-CH 2 - 2 2 1 

692 Ci~Q-CH 2 - 2 2 1 



693 ch-^-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



CH(CH 3 ) 2 SCH3 
iH(CH 3 ) 2 ^ C H(CH 3)2 



9 



CH(CH 3 ) 2 ^ CH * 



CH 2 CH(CH 3 ) 2 



O 

-CH-N-C 



-CH-N-C-r/~\ 



O -CN 
-CH-N-C- 



-CH-N- 



0 r-T 



Br 



0 ,KCH 3 ) 2 



-CH-n-c-/""^ 



OCH 3 



O J** 



• 

WO 01/10439 
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Table 1.64 










No. P^ K 2h 


k 


m n chiralitv 

ill »» vi iii uik y 


R 3 
n 


R 4 
R 5 




9 


2 1 


n 


0 />CH 2 CH 3 




2 


2 1 




0 ,00 2 CH 3 


696 Ct-Q-CH 2 - 


2 


2 1 


H 




697 O-TVcHr 

^ — V 


2 


2 1 


H 


0 

-CH-N-C-^^>-CN 


698 ch^T~Vch 2 - 


2 


2 1 


H 


O 

-CH-NhC-/^V-N(CH 3 ) 2 


699 CH-^T^-av 


2 


2 1 


H 


- CH- N- C-^~~V OCH 3 


— r /-\ /-» ,»> ■ / \ n i 

700 C *~\ ^~C H 2 






H 


- CH- N- C-/~~V C0 2 CH 3 


701 a-T'VcHa- 

\i — y 


2 


2 1 


H 


p p 


702 c\-^y~C"2- 


2 


2 1 


H 




703 CI-^Vcjv 


2 


2 1 


H 


— CH*N- C-/~V- CH(CH 3 ) 2 


704 ChhQkch 2 - 


2 


2 1 


H 


0 

— CH-N-C— \ 7— N0 2 
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Table 1.65 



8 4 



k m n chirality 



705 a-\J- ch 2 - 2 2 1 



706 a-C >-ch 2 - 2 2 1 



707 ch^>- 



CH 2 - 2 2 1 



708 C l-\ >-CHj- 2 2 1 



709 Ci-Q-CHj- 2 2 1 



710 ct-0-CH r 2 2 1 



711 ct-( }-ch 2 - 2 2 1 



712 a-\}~CH 2 - 2 2 1 



713 



ci ~0" ch *- 2 2 



714 c Uy cH2 . 2 2 1 



715 ch-{>CHe- 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



PCT/JPOO/05260 



'( c H 2 )p-f7(CH 2 )5-G-R 6 
R 5 . 



\X H 3 C 
-CHJC-<J 

0 /Fa 



-CHJC-^J 



-pH-J( 



-CK-M-C-^J 

CH 3 

\X H 3 C 



CH, 



WO 01/10439 



PCT/J POO/05260 



8 5 



Table 1.66 



Compd. R V(CH 2 )r 
No. FT 2/1 



k m n chirality R 3 



R 5 



716 cK\ /)-ch 2 - 2 2 1 



H 




717 Cl-< >-CH 2 - 2 2 1 



H 



718 Ch-^~^-CH 2 - 2 2 



719 Ch-\ j^CH 2 - 2 2 1 



720 ci-\ ycH 2 - 2 2 1 



H 



H 



H 



9 



-CH-M-C 



721 cmQ- 



ch,- 2 2 1 



722 a-i >-CH,- 2 2 1 



H 



H 



P 



i? 

CH-, 



723 o 



ihQ~ch 2 - 2 2 1 



H 



-CH-N-C-f VNH 



724 ci-h(}-ch 2 - 2 2 1 



H 



-^K-JC-Q-C(CH 3 ) 3 



725 c\-i)-CH 2 - 2 2 1 



726 Ch~( >-CH 2 - 2 2 1 



H 



H 




-CH-N-C-f V-N-C- 

0^ h 



WO 01/10439 



Table 1.6 9 



PCT/JPOO/05260 



8 8 



C °No Pd r^~ (CH2 ^ k m n chirality FP 



749 a-i>-CH 2 - 2 2 1 



750 Ch-<>-cH 2 - 2 2 1 



751 Ct-C >CH 2 - 2 2 1 



752 ci-hQ^ch 2 - 2 2 1 



753 ct-{ >-CH 2 - 2 2 1 



754 o-( >-CH 2 - 2 2 1 



755 ci-( }-ch 2 - 2 2 1 



756 cK\ />-CH 2 - 2 2 1 



757 ch-{}-CH 2 - 2 2 1 



758 ct ~( }-CH 2 - 2 2 1 



759 O-Q-CHj- 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



1CH 2 )i(CH 2 ^G-R 6 




CH 2 OH CF 3 

9 pN 

CH 2 OH 
CH 2 OH 

9 / OCH 3 



CH 2 OH 



CH 2 OH 



q OCH 2 CH 3 

k5 



CH 2 OH 



O £0 2 CH 3 

k5 



CH 2 OH 
CH 2 OH 



WO 01/10439 
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Table 1.71 



Compd. R V(CH 2 ) r 
No. Pr ' 



k m n chirality rs 



771 CI— {"^"CHj- 



2 2 1 



772 c 



773 Ci 



ch 2 - 2 2 1 



ch 2 - 2 2 1 



774 Cf-\ >-CH r 2 2 1 



775 ci-^~^-ch 2 - 

776 a— <£^-ch 



2 2 1 



ch 2 - 2 2 1 



777 Ch\ >-ch 2 - 2 2 1 



778 a-£>-CH 2 - 2 2 1 



779 Ch\ >-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



"(CH 2 )X(CH 2 )q-G-R 6 
R 5 



CH 3 

-c-^chQ-cf 3 

CH 3 
<pH 3 p 

-p-^c-Q 

£ Hj H °^C(CH 3 ) 3 

<pH 3 j> 

CH 3 SCH 3 
CHi C(CH 3 ) 3 




-c-^c-Qhc. 

CH 3 



?H3 ? W 



780 CI-<Vch 2 - 2 2 1 



781 C(-\J^-ch 2 - 2 2 1 



H 



H 



CH 3 0 / N0 * 
CH 3 



CH 3 H 
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Table 1.72 



C ° N ™ pd ' "^"(CHaJp k m n chirality R 3 ~(CH 2 )p|^ 



(CHaJp-RCH^G-R 6 
R 5 



782 Cf-\>-CH 2 - 2 2 



783 ct-i >-CH 2 - 2 2 



784 ci-<>-ch 2 - 2 2 



mQ-ch 2 - 2 2 



785 C 



786 Cf-<\ >-CH 2 - 2 2 



hhQkch 2 - 2 2 



787 c 



788 ci-< >-CH 2 - 2 2 



789 Ch-<^-CH 2 - 2 2 



790 Ci-i >CH 2 - 2 2 



791 Ct-i >-CH 2 - 2 2 



792 CK >-CH 2 - 2 2 



H 



H 



CH 3 



pCH 3 



f 0C H2C H3 



-?-{T c -<=> 

CH 3 

-^-N-C-CH 2 -^ 
CH 3 



,OCH 3 



9H3 jp 

CH 3 0CH3 



H2C CH2 



H 2 C— CH 2 



H 2 C CH2 

/\ H ^\-J 



,CF 3 



CH 3 



H2C— CH 2 



.a 



H2C CH 2 



N0 2 



H 2 C— CH 2 
H 2 C 1 ' CH 2 
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Table 1.7 3 



C N m o Pd ' R^ CH *>r 



k m n chirality r 3 



~(CH 2 )J-, 



^f-(CH 2 )5-G-R 6 



793 CI^>-ch 2 - 2 2 1 



794 Ch\ >-CH 2 - 2 2 1 



795 ci-i>-CH 2 - 2 2 1 



H 



H 



H 



f? 



H 2 C CH 2 
H 2 0-CH 2 F 

9 /= 



H 2 C CH 2 



796 chhTv >-ch 2 - 2 2 1 



797 chhQ- 



798 



CH 2 - 2 2 1 



ch 2 - 2 2 1 



799 ch- ( >-ch 2 - 2 2 1 



800 CHH (3- 



CH 2 - 2 2 1 



801 ci-< >-ch 2 - 2 2 1 



802 ci-\ >CH 2 - 2 2 1 



803 cHT >-ch 2 - 2 2 1 



H 



H 



SCH 3 



C(CH 3 ) 3 




H 2 C— CH 2 



H 2 C— CH 2 



H2C CH2 



H 2 C""~~CH 2 

9 /= < N02 

7V^ c O cl 

H 2 C— CH 2 

H,C— CH 2 H 

P / =< OCH3 

H 2 C CH 2 

J) OCH 2 CH, 

H 2 C CH 2 
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Table 1.74 



C ° N m o Pd ' R> (CH2) r k 



m n chirality R 3 



-(CH 2 )i(CH 2 ) 5 -G-R 6 
R 5 



804 CK\ hcH 2 - 2 2 1 



805 CK hcH 2 - 2 2 1 



806 Ch-V >CH 2 - 2 2 1 



807 Ci 



2 2 1 



808 Ci-<v >CH 2 - 2 2 1 



809 ci-^jKCH 2 - 2 2 1 



810 CH\ >-CH 2 - 2 2 1 



811 a-4 /Vch 2 - 2 2 1 



812 CrHi >-CH 2 - 2 2 1 



813 Ch\ >-CH 2 - 2 2 1 



814 CH-< >-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



7v^ c " CH2 ^) 

H z O— CH 2 

-A-s- c -Q 

H 2 C— CH 2 OCH 3 
H 2 C CH 2 

"ft 

O • 



,CH 3 



9 

-CH-N-C 
I H 

o 



"f 
(CH 2 ) r C-NH 2 

O 



o 
II 

— CH-N-C- 



CH, 




T H 

(CH?)rp-NH 2 

O 

-f j^^-^ N ° 2 
(CH 2 ) r C-NH 2 
O 

T H ^SCH 3 
(CH 2 ) 2 -9- NH 2 3 

O 

"f {^"O"^ 

(CH 2 ) 2 -9-NH 2 
O 



-f % c <i 

o 



OCF 3 



WO 01/10439 



94 
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Table 1.75 



°7o pd £>< CH *>r 



815 a-\J-CH 2 - 2 2 1 



816 ChnQKCH 2 - 2 2 1 



817 Ch\ >-ch 2 - 2 2 1 



818 a-<( >-CH 2 - 2 2 1 



819 CH\ >-CH 2 - 2 2 1 



820 c\-\ >-ch 2 - 2 2 1 



821 ci-< >-CH 2 - 2 2 1 



822 cK >-CH r 2 2 1 



k m n chirality r 3 



823 Cf-\ )-ch 2 - 2 2 1 



824 c!-(Vch 2 - 2 2 1 



825 ch(> 



ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



1CH 2 )pi-(CH 2 )^G-R 6 
R 5 



c *!t c -Q 



O 



(CH 2 ) 2 -C-NK, 

o 



9 

-CH-N-C- 

(CH 2 ) r C-NH2 
O 



-Ctt-N-C 

(CH 2 ) r C-NH2 
O 

9 



o 

9 



(CH 2 ) 2 -£-NH 2 
O 

CH 2 OCH 3 

CH 2 OCH 3 

I? H 
CH 2 OCH 3 



CH.OCH, '°( CH 3)3 



WO 01/10439 
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Table 1.7 6 



Compd. R \_( CH v- k m n chjra |j ty R 3 
No. Pr 



826 CV-^)-CH 2 - 2 2 



827 ci-4>-ch 2 - 2 2 



828 CmQ- CH 2 - 2 2 



829 c 



CH 2 - 2 2 



830 ct-\ >-CH 2 - 2 2 



831 Ct-Q- 



832 . Ci 



833 ci 



CH 2 - 2 2 



CH 2 - 2 2 



CH 2 - 2 2 



834 cmQ- 



835 c 



CH 2 - 2 2 



CH 2 - 2 2 



836 ChQ-cHj- 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



~(CH 2 )rf-( 



-d6 



'(CHs^CHaJq-G-R 
R 5 



-? H -?T^ CH 

CH 2 OCH 3 . 3 

CH 2 OCH 3 l^JI 

-fH-.j-C-<J 

CH 2 OCH 3 

-fH-N-C-Q 
CH 2 OCH 3 : F 

9 ^ 

CH2OCH3 



CH2OCH3 

pi 



CH 2 OCH ; 



k5 



N0 2 



CH 2 OCH ; 
-CH-^C-O 

CH20CH3 
CH 2 OCH 3 

CH 2 OCH 3 

9 y CH 3 
CH20C H3 
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Table 1.77 



k m n chiraltty R 3 



837 Ch-£^-CH 2 - 2 2 1 



838 ar\ >~ch 2 - 2 2 1 



839 Ch-^~}- 



CH 2 - 2 2 1 



H 



-(CH 2 )p| 7 (CH 2 ^G-R6 
R 



CH 2 OCH 3 



,Cf 3 



,OCH 2 CH 3 



CH 2 OCH 3 

<p PCH 3 

CH 2 OCH 3 OCH 3 



840 ci-4 >-CH 2 - 2 2 1 



-(CH 2 ) 3 -C-Q 



841 ci-< VcHjt 2 2 1 



H 



-(CH 2 ) 2 - 



842 c^{>< 



CH 2 - .221 



H 



O 

-(CHafe-C-QhCI 



843 Cf-< >-CH 2 - '221 



H 



"(CH 2 ) 2 -C-^ 
H 3 C 



844 C t-\V-CH 2 - 2 2 1 



H 



-(CH 2 ) 2 -C-f VCH; 



845 ct~{}-CH 2 - 2 2 1 



0 p 
H -(CH 2 ) 2 -C-^HS-CH 3 
" 0 



846 CK >ch 2 - 2 2 1 



H 



-(CH 2)2 -C-Q-0-Q 



847 ct-T")-CH 2 - 2 2 1 



-(CH 2 ) 2 -C-( V0CH 3 
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Table 1.78 



nl 

Compd. n V(CH 2 ) r k m n chirality R 3 
No. Fr 



-(CH 2 jJ-( 



1CH 2 ) r h-(CH 2 ) r G-R 6 
R 5 



848 Or-C )-CH 2 - 2 2 1 



849 Ct-{ }-CH 2 - 2 2 1 



850 Ot-^}- 



CH 2 - 2 2 1 



H 



H 



-(CH 2 ) 2 -C-^3-CH 3 
H 3 C 

o ^ 0CH3 

-(CH 2 ),-C-Q 
H 3 CO 



H -CH 2 -S-H^-CH 3 



851 ci-Q^-ch 2 - 2 2 1 



H 



-CH 2 -N-C-N-<f\ 
H H N==/ 



852 CI-O-CHa- 2 2 1 



H 



-ch 2 -^c-nh(3-cf3 



853 ct-\ >-ch 2 - 2 2 1 



H 



O , , 



-CH 2 -N-C-N^J 



854 o-Q-CHj- 2 2 1 



H 



-CH 2 - 



o „< CH3 



855 Ct-{ >-CH 2 - 2 2 1 



H 



-ch 2 -£C-nhQ^ch 3 



856 Ci-Q-CH 2 - 2 2 1 

857 ci-Q-CH 2 - 2 2 1 



H 



H 



-CH, 



-CH; 



C-CH 3 



858 o-£}-ch 2 - 2 2 1 



H -CH 2 



OCH 3 



WO 01/10439 



PCT/JP00/05260 




WO 01/10439 



PCT/JPOO/05260 




WO 01/10439 
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Table 1.8 2 



Compd. R V (C H 2 ) r k m n chirality R 3 -(CH 2 )J-(CH 2 )q-G-R 6 
No. R 5 



H 3 CO 

892 A-ry.- 2 2 1 



901 — 




902 ^ /)-CH 2 - 2 2 1 

0 2 N 



• 0 _/ F = 



\jr-CH 2 - * ' -CH 2 



0 2 N O , Ci 

893 ^ CH2 _ 2 2 1 H -CH 2 -»ChQ 

HO CH 3 c 

894 H 3 C-\_^-CH 2 - 2 2 1 H _ CHa _^^_ < Q 
CH ' ! 



P F 3 



895 0-< CH ^- 2 2 1 - H 

CN O CF 3 

H0 2 C O / CF3 



897 0- CH >- 221 " H ■■■ - cH ^H=> 



"<J-CH 2 - 2 2 1 - H -C^-JJC-Q 



898 ho 2 C 



OCH3 o _P fl 

899 /=V„ U ._ 2 2 1 



o , CF ' 

-CH 2 -^C-Q 

=\V 2 2 1 - H -CH 2 -N-C-M 

>-CH- ' H W 



CH 2 - ' "CH 2 - 



900 HjC0 2 ChT}-CH 2 - 2 2 1 - H 



°2H CF 



-CH 2 - 



O , ur " 3 



WO 01/10439 



1 0 2 



Table 1.8 3 

C °No Pd Ra^~ (CH2) r k m n chirality 'rs 



h 3 co 

903 Q^CH r 
0CH3 



2 2 1 



H 



PCT/JP00/05260 



R 5 



o y 



904 



905 



906 



907 



2 2 1 



CH 2 - 2 2 1 



/-(CH 2 ) 3 - 2 2 1 



(^-CH(CH 2 ) 2 - 2 2 ! 



908 0-jr c * 



CH,- 



2 2 -1 



H 



O , CF 3 



-CH 2 -N-C 



O / CF 3 



-CH 2 -M-C-{l5 

O CF 3 



-CH 



O ,CFa 



-CH 



O / CF 3 



-CH 2 -N-C-f 



H \=. 



909 



91 



0 c, ~0- cH; 



.22 1 



911 



ci 



CH 2 - 2 2 1 




912 yj~ CH -r 2 2 1 
Br 

913 H 3 CO-Q-CH 2 - 2 2 1 



H 



O / CF 3 



-CH 2 -M-C- w 



O / CF 3 
" CHr H"^~W 



O / CF 3 



O , CF 3 



-CH 



-CH- 



O ,CF> 



WO 01/10439 
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Table 1.84 



c °Nk. pd ' R^" (CH2)r k m n chiralit y 



-(CH 2 ) F f-(CH 2 ^G-R t 
R 5 



914 Q-chjo-Q-ch,- 2 2 1 



915 



OH 
i 



CHCH 2 - 



2 2 1 



916 - K )-CH 2 - 2 2 1 



917 



CH 2 - 2 2 1 



918 H,CO,CCH,-Q-CH,- 2 2 1 



919 H 3 CH( >CH 2 - 2 2 1 



920 



OCF, 



/"CH 2 - 



2 2 1 



921 \_/-Vch,- 2 2 1 



922 



|^CH 2 - 2 2 1 



923 2 2 1 

Cl-Q-CH- ' 



924 



H 2 N-< 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



.ch^chQ 



9 r-?* 2 



-CH 2 - 



r<5 



o /• 
-ch 2 -m-chQ 

o / 
-CH 2 -N-C^Q 

O / 
-CH^C^Q 

O / 
-CH 2 -N-ChQ 

O _J 

O / 
-CH,-N-C-^^ 



-CH 2 -N-C-^ 



- CH *-!t CH 0 



CF 3 



WO 01/10439 



Table 1.8 5 



PCT/JP00/05260 



10 4 



C0 nT' R>< CH *>r 



k m n chirality "r3 



-(CH 2 )i(CH 2 )^G-R6 



925 h 2 n-c-{~Vch 2 - 2 2 1 



926 O ch K> 



927 



<Q-CH 2 - 



2 2 1 



928 f 3 cohQ-ch 2 - 2 2 1 

929 h 3 csh^-ch 2 - 2 2 1 



930 



Q-CH 2 - 



2 2 1 



931 N ^CH,- 2 2 1 



,N0 2 

932 chT1-ch 2 - 2 2 1 



933 



934 



<PH 3 

CK- 2 2 1 



^}-CH 2 - 2 2 1 



0 2 N 

935 Q- CH - 2 2 1 



H 



H 



H 



H 



H 



H 



-CHj-N-C-^J* 
-CHj-N-C-^^ 
-CH^N-C-^ 
-CHr-N-C-H^J 

9 , CF 3 

-CHrN-C-Q 



— CHj-N-C- 



P 



.CF, 



-CH^N-C- w 



-CHj-N-C-^ 

9 _/ CF3 



-CHj-N-C- 



WO 01/1043!) 



PCT/JP00/05260 



1 0 5 



Table 1.8 6 



Compd. ^(c^v- k m n chirality R 3 
No. FT 



-(CH 2 J-( 



-o6 



"(CH 2 ) F H(CH 2 ) r G-R 
R 5 



936 



/=< N ° 2 
Q>-CH 2 - 



2 2 1 



H 



I? 



-CHj-Jj-C- 



CF 3 



937 {H 3 C) 2 N-^Q>-cn r 2 2 1 



938 CF-TW 2 2 1 



H 



I? 



9 

-CH2-N-C 



0 2 N 

939 r=\ ... 2 2 1 



940 



CH 2 - 



0-° 



CH 2 - 



2 2 1 



H 



-CHr-N-C-^ 



f? 



.CF 3 
P p 3 



941 : r\ ... 2 2 1 



><> 



CH 2 - 



942 Ch-Q-CH 2 - 2 2 1 



H 



H 



9 /-< F3 

-CH-N-C-fS 
CH(CH 3 ) 2 CF 3 



943 0-( )-CH 2 - 14 0 



-CH 2 -N-C- 



,CF 3 



944 Ch-{~ycH 2 - 1 4 0 



-CH 2 -^C-f > 



PH 3 



H \=/ 



945 CmQ-CH 2 - 1 4 



H 



-ch 2 -^chQ 



946 ci-< >-CH 2 - 1 4 0 



H -(CH 2 ) 2 



9 



WO 01/10439 



Table 1.8 7 



1 0 6 



C °N m o Pd - > CH *>r * 



947 o-O 



CH 2 - 1 4 0 



PCT/JP00/05260 



m n chirality - (CHa) _|_ 

P R 5 



tT7(CH 2 )q-G-R 6 



-(CH 2 ) 2 - 



OCH-, 



OCH, 



948 ct-\ }-CH 2 - 1 4 0 



-(CH 2 ) : 



949 cm( )-ch 2 - 1 4 0 



-(CHj^-C-N-CHj-^J) 



950 Ci-Q-ch 2 - 0 4 



-CH 2 -N-C-Q> 



951 cm( V C h 2 - 12 0 R 



H 



O p 
-CHj-N-C-^-O^CH 



952 Ch-Q-CH 2 - 1 2 0 



IF 

-CH 2 -N-C-^Qk-N(CH 3 ) 2 



953 Ch-Q)-CH 2 - 12 0 R 



p 



(CH 2 )z-ft-C-{^y-N(C H 3 ) 2 



954 . C| -V/- CH 2- 12 0 R 



H 3 C-NH 



955 ci-\}-ch 2 - 12 0 R 



H 3 C-NH 



956 ci-(/-ch 2 - 12 0 R 



HO 



957 C |-(~)-ch 2 - 12 0 R 



H 



-CHjr-N-G 



.OH 



WO 01/10439 
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Table 1.88 



Compd. R1 >-(CH 2 ) r 
No. R 2 ^ 1 



k m n chirality R 3 



1CH 2 )i(CH 2 )5"6 R 6 
R 5 



958 ct~{^y- CH 2- 



959 -ci-\ >-ch 



960 Ch-^~^CH 2 - 



961 ci-\>-ch 2 - 



962 ci-\ jhCH 2 - 



963 Ch O" CH2 " 



964 ci-4 )-ch 2 - 



965 Ci-( )-CH 2 - 



966 CM^jHCH 2 

967 ci-(^-CH 2 



968 Ch-^jHCH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



P 

-(CH 2 )2-N-C 



H 



H 



H 



- CH2- ^~^3~ [J'C- CH 



O . O 

-(CH 2 ) r [fC-Q-J{-C- CH 3 



- (C H 2 )2-N-C-Q-|s|-CH3 

-(CHz)^- W-Cy-^^-O H 
-CH2-W-C-^^-C0 2 CH 3 



2 0 R H _ (CH2) ^^CHf^V-CX) 2 CH3 



H \= 



-CH2-N-C^Q^-C-CH 3 
-(CHaJj-j^C-^^-C-CHa 



WO 01/10439 



Table 1.89 



1 0 8 



PCT/JP00/O5260 



m n chirality "r 3 



~(CH 2 )p|-(CH 2 )5-G-R6 
R 5 



969 cK >ch 



970 a-i >-ch 3 - 



971 Cf-Cz-c^- 



972 ct-Q^-CHj 



973 ci-( }-ch 2 - 



974 ci-<^-ch 2 - 



975 ch-{ >-ch 2 - 



976 ck)-cHj- 



977 C i-{>-ch,- 



978 ci 



CH 2 - 



979 cmQ-ch,- 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



-(CHjJj-M-C-^^-NH 



P W N(CH 3 ) 2 



-(CH 2 ) : 



-CH 2 - 



t<5 



-(CH 2 )2-N-C- 



-CHa-N-C-nQh-NHj 
J) 

-(CHjJj-N-C-^^-NH, 



-CH2-N-C-/3 

-(CHjJj-N-C-Q 
i? 

-CHj-N-C-^y-NH 



-(CH 2 )^-W-C-f Vnh 



WO 01/1043!) 



PCT/J POO/05260 



1 0 9 



Table 1.90 



Compd. R V(CH 2 ) r 
No. Pr ' 



k m n chirality P? 



~(CH 2 )r^ 



_ D 6 



-(CH 2 )£i-(CH 2 )5-G-R 
R 5 



980 ci-^~^- 



986 



987 



CH 2 - 12 0 R 



981 c\-i >-CH 2 - 12 0 R 



982 a-i >-CH 2 - 12 0 R 



983 Ct-i )-ch 2 - 12 0 R 



984 Ch-Q-CH 2 - 12 0 R 



985 Ci-^jH 



CH 2 - 12 0 R 



6 
6 



12 0 R 



2 2 1 



988 Cr-^jHCH 2 - 1 4 0 

989 Ch-^>~CH 2 - 1 4 0 



990 CM C^~ CH 2" 1 4 0 



H 



H 



H 



H 



0 KN-C-CH 3 



-(CH 2)r .M-L^ 
i? 

-CHy-N-C- 

(HjCfeN 

I? 



P 

HN-C-CHj 



~(CH 2 ) 2 



P 



-CHr-N-C-^^-CH 2 OH 



9 



-(CH 2 )2-N-C-^^CH 2 OH 

- cH ^rr c ~\=> 

-ch 2 -^?-g5 

-CHj-N-C-0-CH 2 -^) 
-CHy-M-C-^ 



JCF, 



WO 01/10439 



Table 1.91 



1 1 0 



PCT/JP00/052G0 



C °N m o Pd " R^ (CH2) i~ k m n chiralit V R 3 



R 5 



-d6 



991 



>-CH 2 - 1 4 0 



-(CH 2 ) 2 -C- r X 



992 C^> 



CH 2 - 1 4 0 



993 ci-4 >~CH 2 - 1 4 0 



994 Ch-4 >-CH 2 - 1 4 0 



-(CH 2 ) 2 - 



pCH 3 
OCH 3 



.CH, 



P/=\ 
-(CH 2 )r-c-HTJ> 

H 3 C 

p /=\ 



995 ct- (~^- 



ch 2 - 1 4 0 



V /=\ 
-(CH 2 )3-C-^Jk-OC h 3 



996 ot-i >-CH 2 - 1 4 0 



H 



P /K CHa 



-(CH 2 )3-C-N-^J> 



997 Or-i >-CH 2 - 2 2 1 



998 CJ-( >-CH 2 - 2 2 1 



999 ohQ>-CH 2 - 2 2 1 
1000 ci-Q-CH 2 - 2 2 1 



1001 cmQhch 2 - 2 2 1 



H 



H 



CH 2 CH(CH 3 ) 2 



CH 2 CH(CH3) 2 

<j) / CH 3 

CH 2 CH(CH3) 2 



PCH 3 



P 

CH 2 CH(CB,} 2 



,OCH 2 CH 3 



WO 01/10439 



PCT/J POO/05260 



Table 1.92 



1 1 1 



Compd. R V(CH 2 ) r 
No. Fr 1 



k m n chirality R 3 



~(CH 2 )p^-(CH 2 )^G-R 6 



1002 ci-hQ-ch 2 - 2 2 1 



1003 a-< >CH 2 - 2 2 1 



1004 Ci-^>-CH 2 - 2 2 1 



1005 ci-\ >-CH 2 - 2 2 1 



1006 Ci-\ ycH 2 - 2 2 1 



1007 ChnQ-CH 2 - 2 2 1 

1008 a-^~^-CH 2 - 2 2 1 



1009 CM^-ch 2 ~ 2 2 1 



1010 ci-(^-CH r 2 2 1 



1011 . a-\ >-CH 2 - 2 2 1 



1012 o 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



O-^CIiCHak . 

O CH 2 CH3 

CH 2 CH(CH,) 2 

O / 0CH 3 

CH 2 CH(CH3) 2 OCH 3 



OCH 3 




CH 2 CH(CH3) 2 "0C H 3 



■OCHb 



^h-n-c-^Qkoch 2 ch 3 

CH 2 CH[CH3) 2 



OCHjCHa 



: Jh-^c-^Qhoch 2 ch 3 

CH 2 CKCH 3 ) 2 0C^CH 3 

o 

o OCH 3 

(CH2)r9-NH2 
O 

? / OCH 2 CH * 

(CHj)y^-NH, 
O 

(CHjJr^-NH, OCH 3 
O 



WO 01/10439 



Table 1.93 



1 1 2 



C °No Pd R^ (CH2)r k m n chirality ft 



1013 a-\ycH 2 - 2 2 1 



1014 cmQ~ ch 2~ 2 2 1 



1015 ct-i >-ch 2 - 2 2 1 



1016 CK >-CH 2 - 2 2 0 



1017 cK >-CH 2 - 2 2 0 



1018 a-( )-CH 2 - 2 2 1 



1019 ch-{ >ch 2 ~ 2 2 1 



1020 CK >CH 2 - 2 2 1 



1021 CK >CH 2 - 2 2 1 



1022 a-\ >-CH 2 - 2 2 1 



1023 ci--{~^-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



PCT/JP00/05260 



"(CH 2 )i(CH 2 ^G-fl 6 
Fr 



o P^ 
o 

o P< 
o 

O , OC 



(CH 2 }r^-NH2 OCH 3 

o 

OCH2CH3 

o 



O OCH 2 CH 3 

OCH 2 CH 3 



O 



f / OCH 2CH 3 
-CH 2 -|^C--/>~OCH 2 CH3 



H -CH 



9 r-J 

P _ypCH 2 CH 3 
2-J^C-^\-OCH 2 CH 3 



OC H 2 CH 3 
PCH 2 CH 3 

„ ^< 



-CHj-N-O^^-OCH, 



pCH 2 CF 3 



F 3 CCH 2 0 

CH 3 0 CH 3 
(5) p CH 2 CH 3 

CH 3 



WO 01/10439 



PCT/JPOO/05260 



1 1 3 



Table 1.94 



No. Fr 



m n chirality *R 3 



x 



:_ D 6 



1 024 Ci 



CH,- 2 2 1 



1025 Ci-^~^-CH 2 - 2 2 1 

1026 Ci-Q-CH 2 - 2 2 1 



1027 Ch-i>-CH 2 - 2 2 1 



1 028 c 



1 029 ci 



CH,- 2 2 1 



CH,- 2 2 1 



1030 ci-Q>-ch 2 - 2 2 1 



1031 ci 



1 032 Ci 



2 2 1 



CH,- 2 2 1 



1033 Ch-Q-CHj- 2 2 1 



1 034 ci 



CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



R 5 



.OCH, 



Ch-n-c-hQ-och, 

OCH 3 



CH 

(S) ? PCH 2 CH 3 
-tjH-j^C-^J^-OCH 2 CH 3 
CH 3 

-^^C-^y-OCH 2 CH 3 
CH 3 OCH 2 CH 3 
OCH 2 CH 3 

CH 3 

CH 3 OCH 2 CF 3 
o OCH 2 CH 3 
-CH-^C-O 



-CH-N-C-^_^-0CH 3 



CH, 



OCF, 



CH 3 

-ch-^c-hQ 

CH 3 

CH 3 ' OCH 3 



CH2CH 3 



(fl) ff 

CH 3 



-CH-N-C-f V0CH 3 
I H \=< 
CH 3 OCH 3 



WO 01/10439 



PCT/JP00/05260 



1 1 4 



Table 1.9 5 



C °No Pd R^" (Ch2)r k m n chirality R 3 



1035 cmQkch 2 - 2 2 



1036 CK >-CH 2 - 2 2 1 



1037 , ci-\ }-CH 2 - 2 2 1 



1038 C!-h^~ch 2 - 2 2 1 



1039 o-{ )-ch 2 - 2 2 1 



1040 ct\ )-CH 2 - 2 2 1 



1041 CK >-CH 2 - 2 2 1 



1042 CK >-CH 2 - 2 2 1 



1043 C h-^^-CH 2 - 2 2 1 

1044 O-^^-CHr 2 2 1 



1045 ChH^-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



R 5 



w 9 W" '~ J 

"^h" 0 0CH 2 CH : 



OCHjCHq 



CH, 



OCH 2 CH 3 



-CH-j^C-^y-OCH 2 CH 3 
CH 3 OCH 2 CH 3 

(fl) ff PCH 2 CH 3 
-CH-W-C-f VoCH 3 



H 



CH 3 



CH 3 OC H 2 CF 3 

w ? ,OCH 2 CH 3 

CH 3 
CH 3 

*vi° CH ' 



CH 3 



-CH 2 -N-C-f > 



H )=/ 
H 2 N 



-CHrJfO-p 

H 2 N 

9 /-< CH3 

H 2 N 



-CHy 



0 _v 0CH3 



WO 01/10439 



PCT/JPOO/05260 



1 1 5 



Table 1.96 



°°No d ' R2^" (CH2)r k m n chiralil y r 3 



-d6 



-(CH 2 ) r H(CH 2 )q'G-R 
R 5 



1046 Ch-{~~)-CH 2 - 2 2 

1047 Ch-Q-CH 2 - 2 2 



1048 Ch-4>-CH 2 -. 2 2 



1049 CmQ^CH 2 - 2 2 



1050 Ci-\ >"CH 2 - 2 2 



CH 2 - 2 2 



1051 CmQh 



1052 ci-^(~)-CH 2 - 2 2 



1053 Ch\ Vch 2 - 2 2 



1054 CM^~CH 2 - 2 2 

1055 a-Q~CH 2 - 2 2 

1056 . o-(~)-ch 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CI 



H 2 N CI 



PH 3 



_ CHa _J?_0 

H 2 N CH 3 



-CH r N-C-(J-OCH 
H 2 N OCH 3 

H 2 N Br 

-ChhN-C 



CH 2 CH(CH 3 ) 2 OCH3 
(S) 9 CH 2 CH 3 

CH 2 CH(CH3) 2 




OCH3 



~^K-J|CH^h-OCH3 
CH 2 CH(CH3) 2 OCH3 

OCH 2 CH 3 
-^H-^CH^J)-0CH 2 CH3 
CH 2 CH(CH3) 2 

-^H-NhC-^y-OCHaC H 3 
CH 2 CH(CH3) 2 OCH 2 CH 3 
(S) PCH 2 CH 3 

CH 2 CH(CH3) 2 

( s) 9 ^ CF3 

Th c -Q 

CH 2 CH(CH 3 ) 2 OCH 2 CF 3 



WO 01/10439 



PCT/JPOO/05260 



1 1 6 



Table 1.97 



Compd. ^ (CHj)r k 



m n chirality R 3 



"(CH 2 )p|-(CH 2 )q-G-R 6 
R s 



1057 o-Q-ch 2 - 2 2 1 



1058 ct-i }-ch 2 - 2 2 1 



1059 a-i hcyu- 2 2 1 



1060 ci-\ >-CH 2 - 2 2 1 



1061 CMv >-CH 2 - 2 2 1 



1062 a-4>-CH 2 - 2 2 1 



1063 a-i >-CH 2 - 2 2 1 



1064 ci-\ >-CH 2 - 2 2 1 



1065 a-^~)-CH 2 - 2 2 1 



1066 Cl-< x yCH 2 - 2 2 1 



1067 CK )-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



OCH 2 CH, 



CH 2 CH(CH3) 2 



OCH 3 



CH 2 CH(CH 3 ) 2 

CH 2 CH(CH3) 2 

(R) ^ OCH 2 CH 3 
-CH-^C-^^OCH 3 
CH 2 CH(CH3) 2 

CH 2 CH(CHj) 2 OCH 2 CF 3 
(S) 9 PCH 2 CH 3 

CH 2 CH(CH3) 2 



OCH 3 



CH 2 CH(CH3) 2 

_ OCF-, 



CH 2 CH(GH3) 2 

<" i?/-i 0CH3 

-CH-JfO-Q 
CH 2 CH(CH 3 ) 2 0CH 3 



(fl) 9 /CH2CH3 



CH 2 CH(CH3) 2 

-CH-N-C-O-OCH, 
CHjCHfCHj), OCHj 



WO 01/1(1439 



PCT/JP00/05260 



1 1 7 



Table 1.98 
pi 

Compd. n V(CH 2 ) r k m n chirality R 3 
No. R 



f? 4 



-(CH^CCHa^G-R 6 
R 5 



1068 Ci-Q" CHj " 2 2 1 



1069 o-(>- CH r 2 2 1 



1070 ci-Y^-CH;,- 2 2 1 



H 



H 



,OCH 2 CH 3 



-CH-M-C-^JHOCHaCH 



CH 2 CH(CHj} 2 

"(fl) ff OCHjCHj 

-CH-N-C-^3~OCH2CH 3 
CH 2 CH(CH 3 ) 2 OCH 2 CH 3 



1 

CH. 



1071 a-C/-CHj- 2 2 1 



1072 Ch-i)- CH 2- 2 2 1 



1073 Ci-Q-CH 2 - 2 2 1 



1074 ci-i>-CH 2 - 2 2 1 



1075 ci-0- c| V 2 2 1 



1076 ci-0-ch 2 - 2 2 1 



1077 Cl-( )-CH 2 - 2 2 1 



1078 Ci-Q-CH 2 - 2 2 1 



H 



H 



H 



H 



CHjOCHj-Q 
— CH-N-C-^~? 

-CH-N-C-f~? 
CHaOCHf^y 

-CH-N-O-f"? 
CHjOCHj-^} 



WO 01/10439 



PCT/JP00/05260 



1 1 8 



Table 1.99 



Compd. R V(CH 2 ) r 



k m n chirality *R 3 



-(CH 2 )i(CH 2 )5-G-R 
R 5 



-□6 



1079 a-\ >-ch 2 - 2 2 1 



1080 o^C^- 



CH 2 - 2 2 1 



1081 Ch-\ >-ch 2 - 2 2 1 



1082 ci-< /Vch 2 - 2 2 1 



1 083 c\-\ >-CH 2 - 2 2 1 



1084 Cf-< >-CH 2 - 12 0 R 



1085 Ch-i )-ch 2 - 12 0 R 



H 



H 



-CH-N- 
I H 



CH 2 OCH 2 -^ 



OCHjCR, 



0CH 3 



- cH-w-c-fy och 3 



I 

CH 3 



w 9 

-CH-N- 
I H 



K3 



' -CH 2 -N-C-f > 



H )=/ 
H 2 N 



B*0 

H 2 N 



1086 Ci-(/-CH 2 - 12 0 R 



-CHr-N-O-Q 
H 2 N 



1087 Ch-< >"CH 2 - 12 0 R 



H 



9 



-CH 2 -N-C- 



1088 Cl-\VcH 2 - 12 0 R 



9 



-CH^r-jvj-o 



1089 c\-i /Vch 2 - 12 0 R 



H 



WO 01/10439 



PCT/JP00/05260 



1 1 9 



Table 1.100 



Compd. R V (CH2 ) k m n chiraijty R3 
No. Ft 



-(CH 2 )i(CH 2 )q-G-R 6 
R 5 



1090 ct-^^-CH 2 - 



1091 CK }-CH 



1092 Ch-^~)^CH 2 



1093 Cl-i >-CH 



1094 CMk >-CH 2 



1 095 Ci-^^-CH 2 - 



1096 ci-4 >-CH. 



1097 C\-i t-CH 



1 098 CI-^^-CH 2 - 

1 099 0-^^-CH 2 - 



1 1 00 CI-^~^-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



0 , OCH 2 CH 3 
"CH 2 -N-C-Q 



— CH2CH2— 



-CH2CH2 - 



CH2CH2 



9 _/ N ° 2 

^-0 



H 2 N 



!fH> 



-CH 2 CH 2 -^C-/pQ 
H 



-CHaCH^-N-C-^p 
-CH 2 CH 2 -f|C^pQr 



-CH 2 CH2-^C 

H ^ — ' 




CH 2 CHj 



-CHz-^C-^J-CHa 
"CH 2 -^C^ = JH-F 



.CI 



-CH 2 -NhC~< y-p 



WO 01/10439 



Table 1.101 



PCT/JP00/05260 



1 2 0 



Compd. R V(CH 2 ) r 
No. Pr J 



k m n chirality ' R 3 



1108 



1109 



1110 



1111 



1101 ci-<\ />"CH,- 12 0 R 



1102 O-i >-CH 2 - 12 0 R 



1103 h 3 c-4^-CH 2 - 12 0 R 



1104 H 3 c-i >-ch 2 -' 12 0 R 



1105 H 3 c-(\ >-CH 2 - 12 0 R 



1106 » 3 C-i >-ch 2 - 12 0 R 



1107 H 3 C-4 >-CH 2 - 12 0 R 



;h 3 

^-CH 2 - 
CH 3 

^H 3 

-CH 2 - 
CH 3 

-CH 2 - 

CH 3 
PH 3 

CH 3 




12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



"(CH 2 )jrf-(CH 2 )q-G-R 6 
R 



-CH 2 -N-C-^-CH 3 
-CH 2 -^C-^J-N0 2 
_ CHz -n.?-^_ C h 3 

l 2 -N-?-^-F 



CI 



-CH 2 



CH 3 



-ch 2 -n-c-hQ^-no 2 



-CH 2 -N-C-^J-F 



-CH 2 -N-0 



-CHf-N-O-^-CH, 



WO 01/10439 



PCT/J POO/05260 



1 2 1. 

Table 1.102 



Compel. R V (C H 2 ) r k m n chirality R 3 -(CH 2 )pf-(CH 2 )q-G-R 6 
No. R R 5 



CH 3 

1112 _ 

CHj 



1121 



1116 ci-f )-CHr 2 2 1 



^" CH a- 1 2 0 R H .ch,-^?-^-^ 

Br 

1113 OhQ-CH 2 - 2 2 1 H _ ch _J?_£^_ C h 3 

1114 CH-Q-CH 2 - 2 2 1 - H _ CH N^Af 



-CH 2 -N-CH^I 

1115 ChnQ-CH 2 - 2 2 1 - H • _ CH _ M .^_^-1_ F 



H -CH 2 -N-C-^^-CH 3 



1117 ci-Q-CHr 2 2 1 H • _ CH2 _J^J_ NO 

r, PF 3 

1118 Q-j.IhQ.ch,- 1 2 0 R H _ CHa _^_Q 



1119 ^CS-^Q-CH,- 1 2 0 R H "CHi-N-C-^ 

1120 Q-CH 2 - 12 0 R H _ CH4 _n.S_Q 
OCH 3 



1122 (HjChC^^-CHr 1 2 0 R H -CH 2 -N-C 



CH(CH 3 ) 2 



H \= 



WO 01/10439 



PCT/JP00/05260 



1 2 2 



Table 1.103 



C nT' R> tC ^- 



k m n chirality R 3 



"(CH 2 )p|-(CH 2 )5-G-R 6 
R 5 




1123 ^-y_f CH r 12 0 R h 



H * W 



-CH 2 -N-C-/~i> 



1124 



CH 2 - 12 0 R 



1125 CI-<(~^-ch 2 - 2 2 1 



1126 Or\ >-CH 2 - 2 2 1 



1127 Q 



•~0" CHa " 



2 2 1 



1128 ci~Q-ch 2 - 2 2 1 



1129 o-t >-ch 2 - 2 2 1 



1130. Ch-i )-CH 2 - 2 2 1 



1131 C\-i >-CH 2 - 2 2 1 



1132 Ci-\ >-CH 2 - 2 2 1 



H 3 CO-^>-CH 2 - 



1133 u /=V ~, 12 0 R 



H 



H 



H 



-CH 2 -N-C- 



O^OCHjhT 



-CH-N- 

I H W 



-pjj-c-Q-er 

CHjOCHr^^ 

-pr c -Q F 

-CH-N-G- 



CHjOCHj- 



Br 



CHjOCHj-^^ 



-CH 



WO 01/10439 



PCT/J POO/05260 



1 2 3 



Table 1.104 



Compd. n V (CH2 v_ k m n chjra | ity 
No. FT 



-(CH 2 )p|-( 



-q6 



-(CH 2 )p-H(CH 2 )5-G-R 
R 5 



1134 



1135 



1136 



1137 



1140 



1141 



1142 



1143 



1144 




H 3 CC 
H 3 CO\J-CH r 

H 3 co 

CH 2 - 
N0 2 



J \- C H 2 - 





H3CO 



Br 



1138 y~J 



CH 2 - 



1139 (3-(CH 2 ) 2 - 



0 2 N_ 

0-CH 2 - 
0 2 N 




CH 2 - 



H,cq 

0~ CH *~ 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-f > 



9 



-CH 2 -N-C- 



,CF 3 



-CH 2 -N-C-H^ 
-CH 2 -N-C-^ 

-CH 2 -N-C-^ 
-CHa-N-C-^J 



-CH 2 -N-C- 



-CHa-N-C- 



CF 3 



PF3 



.CF 3 



.CF 3 



-CH 2 -N-D 



.CF3 



H3CO 



WO 01/10439 



PCT/JP00/05260 



1 2 4 



Table 1.105 



!p k m n chirality 'r' 



-(CH 2 Jf-( 



"(CHa^CCHa^G-R 6 
R 5 



1145 H 3 CO-hQ»-ch 2 - 
N0 2 



12 0 R 



1146 Q-w,oHQ-cH r 12 0 R 



1147 HjC-c-N-^-CHr 12 0 R 



1148 



1149 



1150 



1151 



1152 



1153 



1154 



1155 




CH 2 - 



CH 3 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 
PH 3 

CH 3 

-CH 2 - 
CH 3 

:h 3 

-CH 2 - 



CH 3 
CH 3 



12 0 R 



12 0 R 



1,20 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



-CH 2 -N-C 



- cn >-K-<k3 



-CH 2 -N-C- 



PCH 2 CH 3 



CH2CH 3 



.CF, 



-CH 2 -N-C-CH 2 -(^J> 
H 

ska" 

H 

-^kx> CH ' 

H 

-CH 2 -N-C-^ 
F 3 C 



WO 01/10439 



PCT/JPOO/05260 



12 5 



Table 1.106 



Compd. R ^_ (CH2)j _ 

k m n chirality 



~(CH 2 )X( 



-q6 



"(CH 2 )p-H(CH 2 )q-G-R 
R 5 



1156 



1157 



1158 



1161 



CH 3 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 
CH 3 



12 0 R 



12 0 R 



12 0 R 



1159 A>" CH 2- 1 2 0 R 



CH 3 
CH 3 

1160 6>" CH 2- 

CH 3 



H 3 CO-H^-CH 2 - 



12 0 R 



1 2 0. R 



H 



H 



-CH^N-C-QJ 



9 O^C(CH 3 ) 3 



P S-^ SCH 3 



-CH 2 -N-C^jf 



.a 



-CH 2 -M-?-0 
H 2 N C! 

-CH 2 -N-C-h^^-OCH 3 
H 2 N 0CH 3 

H 2 N Br 



,CF=3 



-CH 2 -^C- w 




,CH 3 



1162 H 3 CO-^ }-CH 2 - 1 2 0 R 
H 3 C 



-CH 2 ~N-C- 




1163 " a COHf>CH r < 2 0 R 



H 



-CH 2 -N-C 



H64 „ lC ^>CH r 1 2 0 R 



-CH 2 " 



1165 ^Z} -0 " 2- 12 0 R 



H 



-CH,-N-C-/~S 



H \=/ 



1166 




H 3 CO-(\ />-CH 2 - 



12 O R 



-CH 



.CF 3 



WO 01/10439 
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1 2 6 



Table 1.107 



Ic m n chirality "R 3 



R 5 



1167 C^Q- 



1168 



1169 



1170 



CH 2 - 2 2 1 



S-M 



KjC- 



CH 2 - 



1171 c*-\ >-ch 2 - 



1172 Ch\ )-CH r 



1173 a-i >-ch 2 - 



1174 ch\ }-ch 2 - 



1175 h 3 oh( V-CH; 



117.6 H 3C-\ >-CH 2 - 



1177 h 3 ch( }~CH r 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



9 



-CH,- 



9 ^ 



9 

-CH 2 -N-C- 



PF 3 



.CF3 



H W/ 



,CH 3 



-CH 2 -j*C-^J^-Br 



- CH2 -[r c -CU 

H 

. H 



-CH 2 -N-C-^J)-Br 



H 



WO 01/10439 
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Table 1.108 



□ 1 

Compd. "\_ (CH ^_ k m n chirality 
No. fr 



-(CH 2 )X(CH 2 ) 5 -G-R 6 
R 



1178 h 3 c-{~}-ch 2 - 12 0 R 



1179 n 3 c-< v )-ch 2 - 12 0 R 



1180 H 3 C-( >-ch 2 - 12 0 R 



1181 



1182 



1183 



1184 



1185 



1186 




CH 3 

CH 3 
?H 3 

CH 3 
CH 3 

CH 3 

-CH 2 - 

CH 3 
CH 3 
p-CH 2 - 
CH 3 
PH 3 

CH 3 



12 0 R 



1 2 0 • R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1187 CK >-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



1188 Ch-Q>-CH 5 - 2 2 1 



H 



H 



H 



H 2 N 



H 2 N 
H 

H 

9 _^tTV OCH3 

- CH2 -it c "VU 

H 

. H 2 N 
H 2 N 

- CH *-!tkpO 



9 

-CH 2 -N-C- 



9 /-< CH3 
£T c -0- Bf 



WO 01/10439 
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Table 1.109 



m n chirality r 3 



-(CH 2 )p|-(CH 2 )5-G-R 6 



1189 CI-hQ-ch 2 - 2 2 1 

1190 O-Q-CHr- 2 2 1 



1191 



1192 



1193 



1194 



1195 



1196 



1197 



1198 



1199 



CH 3 

-CH 2 - 
CH 3 
CH 3 

CH 3 
CH 3 

CH 3 
CH 3 
-CH 2 - 

CH 3 
?H 3 

-CH 2 - 
CH 3 
CH 3 

CH 3 
PH 3 
-CH 2 - 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



H 



- CH -!t c -C€T 

H 

H 2 N 

F 

-ch 2 -^c-^Jkf 

-CH 2 -N-C-^J> 
F 3 C 



9 



-CH 2 -N-C- 

H \=/ 



-CH 



WO 01/10439 
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Table 1.110 



Compd. r V. (C h 2 v_ k m n chirality R 3 
No. R^ 



1200 



1201 



1202 



1203 



CH 3 



ch 2 - 12 0 R 



CH 3 
CH 3 



ch 2 - 12 0 R 



CHj 
CH 3 



g^-CH 2 - 1 2 0 R 

CH 3 



H 3 C-^j>-CH 2 - 1 2 0 



1204 h 3 c-( )-CH 2 - 12 0 R 



1205 h 3 c-\/~ ch 2- 12 0 R 



1206 H 3 c-( >-CH 2 - 12 0 R 



1207 H 3 C-i>-CH 2 - 12 0 R 



1208 h 3 chT}-ch 2 - 12 0 R 



H 



R H 



H 



H 



H 



H 



-(CH 2 Jf-( 



IC^^CH^G-R 6 
R 



9 



- CH ^jt c -0 



CI 



CI 



? 



~CH 2 -N-C-(J) 




, CF 3 



-CH 2 - 



,OCF 3 



P F 3 



-CH 2 -N-C-0 
F 3 C 



-CHa-N-C-^ 

-CH 2 -N-C-^J 
F 

_CH 2 -Nf-C-^J 



1209 h 3 c-0- ch 2- 12 0 R 



1210 h 3 c-hT)-Ch 2 - 12 0 R 



H 



H 



9 ^ 



-CH 2 -W-C-f x ) 



CI 



H \=( 
CI 



WO 01/10439 
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Table 1.1 1 1 



Compd. R V(CH 2 ) r 
No. 9r 1 



k m n chirality R=> - (C h 2) _|_ (CH2 ^_ g _ R 6 



1211 h 3 c-\ >-CH 2 - 12 0 R 



1212 h,C-<v />-CH 2 - 12 0 R 



-CH, 



1213 CK\ >-CH r 2 2 1 



1214 ChH^-CH 2 - 2 2 1 



1215 CHh(^-ch 2 - 2 2 1 



1216 Ci-< /)-CH 2 - 2 2 1 



H 



H 



H 



-CH 2 ~N-C-f > 



H >==/ 
F 3 C 



F 



9 W c ' 

CI 



-CH 2 -hhC- 



1217 o--Q-ch 2 - 12 0 R 



1218 C\-\ )-CH 2 - 12 0 R 



H 



-CH 2 -M-C-0 
CI 

9 < CH3 

F 



1219 Ci-4 >-CH 2 - 12 0 R 



-CH 2 -N-C-^-Cl 



1220 Ch-Q-ch 2 - 1 2 0 R 



1221 Ch\ >-ch 2 - 12 0 R 



9 



- CH *-Jf C -w 




H 2 N 



9 




ch 2 -n-c-^ y- F 

H 2 N 



WO 01/10439 
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1 3 1 



Table 1.112 



pi 

Compd. n >(CH 2 ) r k m n chirality R 3 
No. 1 



1CH 2 )pf-(CH 2 )q-G-R 6 
R 5 



1 222 CH-Q-CH r 



12 0 R 



1223 CK\>-CH 2 - 12 0 R 



1 224 C 



12 0 R 



1225 H 3 C^}-CH 2 - 1 2 0 



1226 H,C-\ Vch 2 - 12 0 R 



1227 H 3 C-{~)-CH 2 - 12 0 R 



1228 H 3 C-< )-CH 2 - 12 0 R 



1229 H 3 c-i )-CH 2 - 12 0 R 



1230 H 3 C-(^-CH 2 - 12 0 R 

1231 HjC-^-CHj- 12 0 R 



1232 H 3 c-( >-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



ff ^CH 3 
-CH 2 -j^-C-fj) 



-CH, 



-CH 2 ~NhC^f > 



NO 2 



H )=/ 
HO 



CF3 



H )=/ 
CI 



-CH^N-C-f > 



CH 3 



H )=/ 
F 



CH 3 



~CH 2 - 



-CHz-N-C-^J^-CI 
H 2 N 

-CH 2 -N-C-^-F 
H 2 N 



9. /= 



HO 



N0 2 



WO 01/10439 
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1 3 2 



Table 1.113 



Compd. 
No. 



k m n chirality Fp - (C h 2) _|_ (CH2) _ g _ r 6 



1233 



1234 



1235 



1236 



1237 



1238 



1239 



1240 



CH 3 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 
CH 3 

-CH 2 - 
CH 3 
CH 3 

CH 3 

-CH 2 ~ 
CH 3 
CH 3 

CH 3 
PH 3 

CH 3 



1 243 Ci 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1241 CI-h(V-ch 2 - 2 2 1 



1242 Ci-( v />-CH 2 - 2 2 1 



CH 2 - 2 2 1 



H 



H 



-CH- 



CI 



9 



CH 3 



CH a 



-CH 2 -N-C-h(^J-CI 

-CH 2 -M-C-H^-F 
H 2 N 



H 



9 

-CH 2 — N-C- 



_ C H 2 -M- c -p 

HO 



N0 2 



-CH 2 -N-C-f > 



P F 3 • 



H )=/ 
CI 



? W CH3 
-CH 2 -N-C-/^S 



H )=/ 
F 



9 f"> 
-CH 2 -W-C-^-Cl 



WO 01/10439 
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1 3 3 



Table 1.114 



pi 

Compd. ""VfCHaJr- k m n chirality R 3 
No. Pr 



1251 



1244 Or-Q-CH r 2 2 1 



1245 CH-4 >-CH 2 - 2 2 1 



CH,- 2 2 1 



1 246 CH A/- CH 2- 



1247 Ch-nQ-CH 2 - 2 2 1 



1248 )-CH 2 - 2 2 1 



1249 CI-Q-CHr 12 0 R 



1250 H 3 C-0- CH 2 _ 12 0 R 



:h 3 

CH 3 



12 0 R 



1252 ci-(~}-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



' H 



-(CH 2 J-( 



- D 6 



-(CH 2 ) r i-(CH 2 )q-G-R 
R 5 



_CH 2 -N-?-H0 
H,N 



-CHj-N-C-fJ-F 
HjN 



H 



-CH 2 -N-C-^> 



-CH 2 -N-C-? > 



NO, 



H )=/ 
HO 



-CH 2 -^C-^_^-C1 
-CH 2 -f^C-^jHCI 



~CH 2 -N-C-^-Cl 
-CH 2 -jsJ-C-^^-CH(CH 3 ) 2 



1253 



1254 



HaC-O^CHr 12 0 R 



:h 3 



-CH 2 - 12 0 R 



CH 3 



H 



H 



-CH 2 -N-C^^^-CH(CH3) 2 
-CH 2 -N-C-^^-CH(CH 3 ) 2 
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Table 1.115 



No. Pr 



m n chirality r 3 



-(CH 2 J-( 



1CH 2 ) F |-(CH 2 )5-G-R 6 
R 5 



1255 CH-£)-CH r 12 0 R 



1257 



1256 H 3 c-\ }-CH 2 - 12 0 R 



CH 3 
CH 3 



12 0 R 



1258 h 3 c-£^-ch 2 - 1 2 0 



:h 3 



-CHr 12 0 R 



CH 3 



1259 



1260 H 3 C-\ >-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



.Br 



-CH 2 -^H0 
H 2 N 



H 2 N 



CI 



H 2 N 



CI 



,OCH 2 CH 3 



f-£}-CHr 12 0 R 



1261 C 



1262 H 3 C-i /)-CH 2 - 12 0 R 



PH 3 

1263 ckf CH 2 - 12 0 R 

CH 3 

.1264 cmQ-ch 2 - 12 0 R 



1265 H 3 c-i >-ch 2 - 12 0 R 



H 



H 



9 «^C(CH 3 ) 3 ■ 



H 3 C 



H 3 C 

9 C(CH 3 ) 3 



-CH 2 - 



H 3 C 




H3C 



9 



h yo 
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Table 1.116 



Compd. R S-(CH 2 ) r k m n chirality R 3 ~(CH 2 )^7 
No. Ft dS 



-q6 



(CH 2 )p-t-(CH 2 )5-G-R- 
R 5 



PH 3 

1266 t~^- CH *- 1 2 0 R H 

CH 3 



1267 Ci-Q-CHz- 1 2 0 R 



H 



9 




4 H V° 
H3C 

9 /VV OCF 3 
H 



1268 c 



ch 2 - 12 0 R 



1269 Ch-(^}-CH 2 - 12 0 R 



1270 



CH 2 - 12 0 R 



1271 chh()-ch 2 - 1 2 0 R 



H 



-CH 2 -M-C-^J 
H3CO 



-CH 2 -h}-C-0 
HO 




-CH 2 -N-0 

HO 

-CHj-tNf-C-f Vf 



1272 h 3 c^)-ch 2 - 1 2 0 R 



9 /VV 0011 ' 



- cH ^-!t c -CC^ 



1273 h 3 C-0-ch 2 - 1 2 0 R 



1274 H 3 c-{^-CH 2 -> 12 0 R 

1275 H 3 c-Q-CH 2 - 12 0 R 



H 



-CH 2 -N-C-^J 
H 3 CO 



-CH 2 -l*C-f > 



H )=/ 
HO 



-CH 2 -N-C- y=y 
HO 




CI 



1276 H 3 c-0^ CH ^ 12 0 R 



H 



-CHo-N-C-K 7 V 



N0 2 
F 



WO 01/10439 
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Table 1.1 17 



C nT' r> (CH2 '.' 



k m n chirality R 3 



-(CH 2 )^|-(CH 2 )5-G-R 6 
R 5 



1277 



1278 



1279 



1280 



1281 



CH S 

CH 3 
CH 3 

CH 3 
CH 3 
CH 2 - 

CH 3 
CH 3 

CH 3 
CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 

-CH 2 -N-C-f > 



H )=/ 
H 3 CO 

Br 



HO 



CI 



-CH 2 -N-C-^ 
HO 



NO, 



CH 3 



-CH 2 -N-C-^-F 



1282 CI 



1283 C 



CHj- 2 2 1 



CH 2 - 2 2 1 



1284 a-Q-CH 2 - 2 2 1 



1285 C 



H C 

1286 3 >(ch 2)3 o^Q-ch 2 - 12 0 R 



ch 2 - 2 2 1 



NO, 



1287 



o 2 



CHo 



12 0 R 



H 



H 



H 



H 



OCF 3 



,8r 



HO 
HO 



-CH 2 -N-C 



9 ^ CFa 



»CH 2 -NhC-f ^ 



H W 



WO 01/10439 
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1 3 7 



Table 1.118 



Compd. R V (C H 2 ) r k m n chirality R 3 ~(CH 2 )p^- 
No. R 1 3 



-q6 



(CH 2 )p-f-(CH 2 ^G-R 
R 5 



1 288 H 3 CO-^~)-CH 2 - 



1289 



1290 



CH 3 
CH 2 - 

CH 3 
CH 3 

V-CH 2 - 
CH 3 



12 0 R 



12 0 R 



12 0 R 



1291 n 3 c-()- CH 2- 12 0 R 



H 



-CH 



^CH 2 -N-C-0 
H 2 N 



OCH 3 



CH 3 



H >=< 
H 2 N CH 3 



- ch *-^-<X7 CH3 



1292 H 3 c-\)" CH 2- 12 0 R 



1293 H 3 C-{~)-CH 2 - 1 2 0 



1294 H 3 c-0- CH r 12 0 R 



H 



H 



-CH 2 -N-C-h( ) 



pH 3 



H )=< 
H 2 N Br 



-CH,-N-C-(f > 



P F 3 



H ^=< 



9 



F 

P F 3 



-CH 2 -N-C-^-F 



1295 H 3 c-0-CH r 12 0 R 



9 0XtCH 3 )3 
-CHf-N-O-Q 



1296 h 3 C-{~)-CH 2 - 1 2 0 



9 S^- SCH 3 



-CH 2 -N-C-^J 



1298 



1 297 h 3 c-< >-CH r 12 0 R 



H3 >v 

Br 



CH 2 - 12 0 R 



H 



H 



-CH 2 -N-C- VQ 



P F 3 



-CH 2 -N-C-H^ 
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Table 1.119 



Compel. R y (C H 2 ) r 
No. Fr 1 



k m n chirality R 3 



X. 



-□6 



-(CH 2 )p-h-(CH 2 )5-G-R 
R 5 



H 3 CC 

1299 h 3 C0-\/-ch 2 - 
H 3 CO 



1300 



1302 



1303 



1304 



1308 




,OCH 3 
H3CH /HCH r 



12 0 R 



12 0 R 



y OCH 3 

1301 H 3 CCK >"CH 2 - 1 2 Q 
H 3 CO 



OCH 3 



h 3 ccmQ-ch 2 - 1 



H 3 CO 

H 3 C0-\^-CH 2 - 1 2 0 
H»co 



H 3 CO-^~^-CH 2 - 



0-"O~ CH:r 1 



H>0 



H 3 CC 

1 307 H 3 CO-(^-CH 2 - 
HO 



H 3 Cq 

1 309 HjCO-\_y-CH 2 - 



R 



2 0 R 



R 



1305 >=< 12 0 R 



h 3 cch 2 o 

1306 h\ 12 0 R 



12 0 R 



*" 12 0 R 



12 0 R 



H 



H 



-CHj-N-O 



-CHo-N-C-if - ^ 



H \=/ 



-CH 2 -N-C-^> 



? 



-CH 2 -N-C- w 



CF 3 



9 



-CH 2 - 



CF 3 



-CH 2 -N-0 



9 

-CHj-N-O 



-CH 2 -N-C-^ 



.CF, 



,CF 3 



WO 01/10439 
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Table 1.120 



Compd. R ^(CH 2 )- k m n chirality R 3 -(CH 2 )p^-(CH 2 )q-G-R 



No. R 

h 3 co 

1310 ho-Q-ch, 



1311 



1312 



1313 



1314 



1315 



1316 



1317 



1318 



1319 



1320 




Xj-CH 2 - 



CH 2 - 



Br 



CH,- 



02 V»-CH 2 - 

CH^-CH 2 - 
CH-Q>-CH 2 - 




CH 2 



CH 2 - 




Bi-<\ >-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



R= 



2 0 R H _ch 2 -^C-M 



H \=/ 



-CH 2 -N-C- w 



,CF 3 



-CH 



-CHj-fC-Q 



-CH 



-CH 2 - 



-CH 2 -N-C-^J 



2 

-CHo-N-C- 

" H \= 



CF 3 



WO 01/10439 
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14 0 



Table 1.121 



C< No Pd r2^ CH2 ^~ k m n chiraiity R* 



(CH 2 ^f-(CH 2 fc-G-R 6 



1321 Cl-Q-CHf 12 0 R 



-CH 2 -N-C- 



1322 ct\)~cn r 12 0 R 



H 



-CH 2 -N-C-^J-CH 3 



1323 ct-4>-CH 2 - 12 0 R 



1324 Cf-^y~CH 2 - 1 2 0 



-CH 2 -l|C-^J-C 

9 _/ CH 3 

-CH 2 -N-C-/> 



H )=/ 
HO 



1325 CI-\ >-CH 2 - 12 0 R 



-CH 2 -N-C-t>C-\_/ 



1326 ch\ >-CH 2 - 12 0 R 



1327 Ci-4 ^-ch,- 12 0 R 



-ch 2 -m-L0 

HO 



JCH-, 



-CH 2 -N-C-0 
H 2 N 



1328 h 3 c-h( )-CH r 12 0 R 



-CHs-^C-^Jh-CI 



1329 H 3 c-Q-CH r 12 0 R 



H 




-CH 2 -NK/-f VCH 3 
H \==/ 3 



1330 h 3 chQ~ch 2 - 12 0 R 



1331 H 3 C-{ Vch 2 - 12 0 R 



H 



9 ^-Z" 3 



H )=/ 
HO 



WO 01/10439 
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1 4 1 



Table 1.122 



Compd. R V(CH 2 ) r 
No. R 2/ 1 



k m n chirality 



"(C^^CH^G-R 6 
R 5 



1335 



1336 



1337 



1338 



1339 



1340 



1341 



1332 H 3 cK >-CH 2 - 12 0 R 



1333 HjC-C j-CHi- 1 2.0 R 



1334 H,c-^~)-CH 2 - 1 2 0 R 



CH 3 

CH 2 - 

CH 3 
CH 3 

>-CH 2 - 



CH 3 
CH 3 

CH 3 

-CH 2 - 
CH 3 

:h 3 

-CH 2 - 

CH 3 
CH 3 

CH 3 
PH 3 

CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1 2 0 R 



1342 CI 



CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



HO 



CH 3 



- CH2 ^ c -0 

H 2 N 



-CHj-N-C-^J-C^ 
-CH 2 -N-C-^^-CI 

HO 



HO 

-GH 2 -N-C-/> 



H )=/ 
H 2 N 



~CH 2 -N-C-^J-CI 



WO 01/10439 
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14 2 



Table 1.123 



C °N m o Pd ' R> (CHz) r k 



m n chirality R 3 



-(CH 2 fef-, 



■p .. (CH^G-R 6 
R 



1343 CH\ >-CH 2 - 2 2 1 



-CH 2 - 



N-C-^J-CH 3 



1344 Ch-4 i-CHf 2 2 1 



H 



-CH 2 -j^C-H^J^CI 



1345 Ch\ >-CH 2 - 2 2 1 



1346 CH<(^CH 2 - 2 2 1 



H 



H 



9 ' CHa 




HO 



9 



-CH 2 -N-C 




HO 



1347 ci-< >-ch 2 - 12 0 R 



H 



-CH 2 -N-C-fJ 



1348 H 3 c-6>-CH r 12 0 R 



H 



-CH 2 -N-C-<fJ 



1349 rt- CH a- 12 0 R 

CH 3 



H 



-CH 2 -N-C— fj 



1350 Ch-( >-CH 2 - 2 2 1 



1351 c»-Q- 



CH 2 - 12 0 R 



H 



H 



-CH 2 -M-C-fj 



1352 h 3 c«4 >-ch 2 - 12 0 R 



1353 



?h 3 



-CH 2 - 12 0 R 



CH 3 




O 



o 



WO 01/10439 
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Table 1.124 



C No Pd ' R^" (CH2)r k m n chirali, y R 3 



R 5 



(CHa^CH^G-R 6 



1354 Cf-Q>-CH 2 - 2 2 1 



H 



HN 



1359 



1360 



1355 Ci-( )-CH 2 - 12 0 R 



1356 h 3 c-4>-ch 2 - 12 0 R 



CH 3 

^"CH 2 - 1 2 0 R 



CH 3 



1357 



1358 cy-\ >-CH 2 - 2 2 1 



CH 3 

CH 3 
CH 3 

CH 3 



12 0 R 



1 2 0 R 



H 



H 



H 



H 



H 



CM 



H 2 N 



CN 



~CH 2 -£-CH0 
H 2 N 

H 2 N 

-CHj-jj-c-^J 
H 2 N 



-CH 2 ~ 



-CH2-N-C 



£H 3 
-CH3 

CH 3 
CH 3 



1361 H 3 o 



12 0 R 



H 



-CH 2 -^C-^^-OCH 3 



1362 



1363 



PH 3 

CH 3 

:h 3 

-CH 2 - 
CH 3 



1 364 H 3 C-Qh-CH 2 - 



1 2 0 R 



1 2 0 R 



1 2 0 R 



H 



H 



-CH 2 - 



-CH 2 -^^ 



CH 3 
CH 3 



OH 3 
CH, 



WO 01/10439 
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1 4 4 



Table 1.125 



C To Pd ' R> <CH *> 



>j k m n chirality R 3 ~(CH 2 )^(CH 2 k-G-R 6 



1365 



1366 



:h 3 

CH 3 

-CH r 
CH 3 



1367 h 3 c-£>-ch 2 - 



1368 CH< >-CH : 



1 369 CH< >-CH 



1 370 o-^~^-ch 2 - 



1371 Ch\ >-ch 2 - 



1 372 C!~^~^-ch 2 - 

1 373 h 3 c-hQkch 2 ~ 



1374 H 3 c-\ /-ch 2 - 



1375 h 3 c-\ #-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



-CH ? - 



H,C 



>f /-\ 
-CHj-t^C-^jKCHa 

-CH 2 -N-C-^J^-CH 3 



-CH 2 -N-C-^- C l 



F 3 CCH 2 d 



-CH 2 -N-C; 




pCH 2 CF 3 



-CH 2 -NhC^) 

-CH 2 -M-C-(J 
- C H 2 -N- C -^-CI 



F 3 CCH 2 0 



-CH 2 -N-C- 




,OCH 2 CF 3 



WO 01/10439 
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14 5 



Table 1.126 



Compd. R S_( C H 2 ).- k m n chirality R 3 
No. Pr 



"(CH 2 )i(CH 2 ) ? -G-R 
R 5 



-q6 



1376 



CH 2 - 12 0 R 



1377 H 3 c-4 )-ch 2 - 12 0 R 



1378 



1379 



1380 



1381 



1382 



CH 3 

CHj 
CH, 

CH 3 
CH 3 
-CH 2 - 

CH 3 
CH 3 

CH 3 
CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



1383 CK Vch 2 - 2 2 1 



H 



H 



H 



H 



H 



-CH a -N-C-^J> 

-CH 2 -N-C-h^-C. 

£ / OGHzCF3 
-CH 2 -N-C-<0 

F 3 CCH 2 0 

-CH 2 -N-C-fJ 
„ O 



9 



-CH 2 -N-G 



.CF 3 



-CH 2 - 



1384 CH-Q-CHj- 2 2 1 

1385 CH-Q-CH 2 - 2 2 1 



1386 Ci-i V-CH 2 - 2 2 1 



H 



H 



-CH 2 -N-C-fJ 



P 



WO 01/10439 



PCT/JPOO/05260 



1 4 6 



Table 1.127 



C °No Pd R3^ (CH ^ r k m n chirality 'r» 



1387 



1388 



1389 



1390 



CH 3 

CH 2 - 
CH 3 
CH, 

CH 3 
CH 3 

CH 2 - 
CH 3 



12 0 R 



12 0 R 



12 0 R 



H 3 CCH 3 
H 3C-^Q-CH 2 - 1 2 0 
H 3 C CH 3 



H 



H 



"(CHa^fCH^G-R 6 

R 5 

-CH.-N-C^ 

-CH,-N-C— f T 
H ,vN 
l 

CH 3 



1391 



H 3 C-^_y-CH r 



12 0 R 



-CH 



.CF, 



1392 Ha c^>CH 2 - 1 2 0 R 



p / CF 3 
H -CH 2 -N-C-M 



H. \=/ 



1393 HjCch 2 -^-ch 2 - 12 0 R 



H 



"CHa-N-C-^J 



0 2 N 

1394 >=\ 



H 3 C-^y-CH 2 - 



12 0 R 



-CH^ChQ 



1395 H2C=ch-^kch 2 - 12 0 R 




1396 w 1 2 0 R 

H 3°-( >-CH 2 - 



-CH 2 -N-C-^J^ 



1397 



Be. 



Br ~0~ CH 2- 



12 0 R 



-CHf-jJC-Q 
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Table 1.128 



Compd. R V (C H 2 ) r k m n chirality R 3 -(CH 2 Jf- 
No. R 



-q6 



(CH 2 )pt-(CH 2 )^G-R 
R 5 



1398 



C, ~\_/" CH ~ 



1 399 Ci 



_/=nJ H3 



CH 

1400 cmQhJh 3 - 



1401 H 3 C-(\ >-CH 2 - 



1 402 H 3 C-hQ>-CH 2 - 



1 403 H 3 C-i^-CH 2 - 



1404 H 3 C-4 i-CH 2 - 



1405 H 3 C-\ ^-CH 2 - 



1 406 h 3 C-Qh-CH 2 - 



1407 H 3 C-( V >-CH 2 - 



1408 H 3 C-<v />-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



- CH a-^ c -U 
-CHj-N-C^Q 

H 

-CH 2 -f^C-^j>-OCH3 
H 2 N 0CH 3 

"CH 2 -N-C-<^N 
-CH 2 -N-C-^ 



-CH; 



9 



h 3 cs 



-CH 2 -N-C- 



9 - CH > 



-CH 2 - 



H >-N 
^H 2 S 



-CH 2 - 

HqCCH 2 S 



WO 01/10439 
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1 4 8 



Table 1.129 



C °N m o Pd " R2> (CH2, r k m n chirality r» 



■(CH 2 ) ? |-(CH 2 )5-G-R 6 



1410 



1413 



1417 



1409 H 3 c-i >-CH 2 - 12 0 R 



CH 3 
CH 3 



12 0 R 



1411 ohJ J^ch 2 - 12 0 R 



1412 H 3 c-i )-CH 2 - 12 0 R 



12 0 R 



CH 3 

1414 chhQhch 2 - 2 2 1 



1415 ci-4 >-CH 2 - 12 0 R 



1416 H 3 o* >-CH r 12 0 R 




«r 12 0 R 



CH 3 



1418 cmQ-ch 2 - 2 2 1 

1419 ch^~)-ch 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



-CH 2 - 



9 ^/ CH3 



-CH 2 -N-C- 



9 

-CHj-N-C- 

H3OC-NH 
6 



-CH 2 -N-C 



H3C-C-NH 
O 



H3C-C-NH 
6 

"CH 2 -N-L0 



H 3 C-C-NH 
6 




H 2 N 



-CH 2 -^C-0 
H 2 N 



SCN 



SCN 



-CH 2 -N-C-^J 
H 2 N 



,SCN 



9 /- 




SCN 



H 2 N 



WO 01/10439 
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14 9 



Table 1,130 



Compd. R V(CH 2 ) r 
No. Pr ' 



k m n chirality R 3 



-(C^^CHa^G-R 6 
R 5 



1420 h 3 C-\ >-CH 2 - 12 0 R 



CH 3 

1421 !J^- CH 2- 12 0 R 

CH 3 

1422 ci-h^-Ch 2 - 2 2 1 



1423 Ci-i >-CH 2 - 12 0 R 



H,N 



SH 



-CH 2 -N-G 




_ C H 2 -n-?h0> 
H 2 N 



,SH 



SH 



-CH 2 -NJ-C-4 



1424 H 3 C-6 >-CH 2 - 12 0 R 



1425 



1426 



CH 3 

V-ch 2 - 

CH 3 



12 0 R 



CH 2 - 2 2 1 



1427 Cl-{~)-CH 2 - 2 2 1 

1428 Ci-^-CH 2 - 2 2 1 



1429 HjCCHjO-Q-^ - 2 2 1 



[430 ^A^" CHr 2 2 1 



H 



H 



H 



H 



-CH 2 -N-C-^J 



-CH 2 -^C-{j> 



H 3 C-NH 



Br 



.8r 



-CH 2 -N-C-^0 
(HaC^N 



-CH 2 -N-CH^ 
H 2 N 



-CH 2 -N-C-^ 
H 2 N 



WO 01/10439 
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1 5 0 



Table 1.131 



C nT' Ra> (CH ^r 



k m n chirality R 3 



WjicH^G-R 6 
R 5 



1431 H3CCH 2 OH^-CHj- 2 2 1 



1432 



2 2 1 



1433 HjCCh 2 o-{ ycH 2 - 2 2 1 



1434 ^hccH 2 o^y-CH z - 2 2 1 



1435 ^cch 2 -hTVch 2 - .2 2 1 



1436 (HiCfeCH-Q-CHa- 2 2 1 



1437 m,C{ch 2 ) 2 o-^~ck^ 2 2 1 



1438 ^cch 2 -hTVch 2 - 2 2 1 



1439 (i^C) 2 CH-\/-CHr 2 2 1 



H 



H 



H 



H 



H 2 N 



-CH 2 -N-C 

H 2 N 




.Br 



o A 



? ^ 



-CH 2 -^C-0 



-CHa-^c-^J 

H 2 N 

-CH 2 -N-C-^_) 



-CH 2 -N-C^0 
H 2 N 



6r 



1440 HjCich^o-^Vch,- 2 2 1 



1441 



HjCS-^Qh-CH;,- 2 2 1 



-CH 2 -N-?-H0 
H 2 N 



Br 



9 /= 

-CH 2 -N-0 




.Br 



WO 01/10439 
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Table 1.132 



Compd. R V(CH 2 ) r k 
No. Pr 



m n chirality R 3 



1442 ^cch^ ^ch 2 - 2 2 1 



1443 <k>c) 2 ch-\ year 2 2 1 



1444 h,C(ch 2 ) 2 o-^-ch 2 - 2 2 1 



1445 k,cch 2 --( >-ch 2 - 2 2 1 



1446 (HbCbCH-^-cHr 2 2 1 



1447 ^c(ch 2 )p~Q>~ch 2 - 2 2 1 



1448 H 3 CS-\ J^ch 2 - 2 2 1 



1449 HjCC^-hTJhch^ 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



o P 

-CH^-N-C 



CHj-^^-CHjChb 



9 



0(CH,)2CHj 



CHaHQ-CHzCHi 



-CHj-N-C 



CHr^^-0(CH 2 )aCH> 
ar 



CH 2 -^^-SCH) 

CF 3 



~CH 2 -N-C 



sK5 



1 450 {WhCH-^y-CHr 2 2 1 



H 



-ch 2 -m-chQ 



1451 (H,CCH 2 ) J N-^-CH 3 - 2 2 1 



-CH 2 -N-C- 



JCF 3 



1452 



HC Wx 2 2 1 



H 3 CO-^_J>-CH r 



H 



WO 01/10439 



Table 1.133 



PCT/JP00/05260 



15 2 



C0 nT 'k 



m n chirality R 3 



R 4 

-(CH 2 )^-f-(CH 2 )5-G-R s 
FT 



1453 Wc»7ho-£y-cn,- 2 2 1 



1454 HjCCHjO-h^-ch,- 2 2 1 



1455 



1456 



H 3 co 

hohQ^- C h 2 - 2 2 1 



2 2 1 



1457 (ch 3 ) 2 ivh\ >-ch 2 - 2 2 1 



H 3 C 



1458 




2 2 1 



1459 (h 3 c) 2 n-Q>-ch 2 - 2 2 1 



H 3 co^ 
HO-T^-CHj- 



1460 r=\ ,. 2 2 1 



1461 



1462 



H.CO 



HO-i >-CH 2 - 2 2 1 



H 3 CO 



CHo- 



2 2 1 



1463 ci-( >-ch 2 - 2 1 1 



H 



H 



H 



H 



H 



H 



9 ^ 
-CHr-i*fi-/"S 



H \=/ 



-CH 2 -N-?-h^ 



CF 3 




CI 



H 2 N 



-CH 2 -^C-^_J> 
H 2 N 



-CH 2 -N-C-^ 
H 2 N 




~CH 2 -j|C-^J> 
H 2 N 



.Br 



Br 



f ocH» 

OH 



-CHrN-C- 
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Table 1.134 



No. Pr 



k m n chirality R 3 



1473 



1474 



1464 Ch\ )-CH t - 2 1 1 



1465 0-<\ /h-CH 2 - 2 1 1 



1466 Cl-Q-CH 2 - 2 1 1 



1467 CK\ >-ch 2 - 2 1 1 



1468 Cl-<\ />-CH 2 - 2 1 1 



1469 CK\ >-CH 2 - 2 1 1 



1470 Ci-^~^-CH 2 - 2 1 1 



1471 Ci-< )-CH^ 2 1 1 



1472 C^CH 2 - 



12 0 R 



3 \J-CH 2 - 12 0 R 



Q 



CH 3 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



~(CH 2 )p-l-(CH 2 )5-G-R 6 
R 5 



9 M° CF3 



-CH 2 -N-C-^j 



_ C H 2 -N-C-0 
P 3 C 



.CF, 



-CH 2 -N-C 



Br 



-CH 2 -W-C-Q 



-CH 2 -N-C- 



9 M H ° 2 



-CH 2 -N-C-hQ 



_CH 2 -N-C-^-CI 
_ C H 2 -N-C-^-F 
_ C H 2 -^ C -Q 



.CF, 



WO 01/10439 



15 4 



Table 1.135 



Co nT- £X CH *>r 



k m n chirality r^ 




1476 



1477 



1482 




CH 2 - 1 2 0 . R 



12 0 R 



1478 Br ^^y_ 1 2 0 



R 



,CH 3 




1479 h 3 c-^ ^-CH 2 - 1 2 0 
CH 3 



.CH 3 

H,C^ ; "CH 2 - 1 2 0 



,CH 3 



1480 



1481 h 3 c-^ >-CH 2 - 1 2 0 
H 3 C 




R 



3 \VCH 2 - 



H3 Vvc 



12 0 R 



1483 » N )-CH 2 - 12 0 R 



1484 crO^CH,- 1 2 0 



1485 H 3 C-/ }-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



PCT/JP00/05260 



-(CH 2 )p|7(CH 2 )5-G-R6 



R s 



9 /-< CF3 

-CH 2 -W-C-^J) 

~ CH;! ~h" C ~0 

-CH 2 -^C-Q 



-CH 2 -N-C 



P F 3 



CF 3 



-CH^C-^ 
-CH 2 -N-C-^J 

-CH^C-Q 

-CH 2 -N-C-Q 

-CH 2 -M-t^ 

-ch 2 -n-chQ 



.CF 3 



-CH 2 - 



P 



WO 01/10439 
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1 5 5 



Table 1.136 



C °Nk> Pd ' p3>(CH 2 )j- k m n chirality R 3 



1486 H 3 C-Q-CH 2 - 12 0 R 



1487 H 3 C-\ >-CHr 12 0 R 



H 



"(CH 2 )i-(CH 2 ^G-R 6 
R 5 



_CH 2 -N-C-h^ 
H 2 N 

-CH 2 -[|CH^ 
H 2 N CI 



1488 h 3 c-\>-ch 2 -- 12 0 R 



H 



— CH 2 — N~C— ■<] 



1489 h 3 c-h^-ch 2 - 12 0 R 



H 



-CH 2 ~£hC-<> 



1490 h 3 c-\ >-CH 2 - 12 0 R 



H 



P N=/ H3 



1491 h 3 c-<)--ch 2 - 12 0 R 



NH 3 



-CHa-N-C-kd 



1492 



1493 



1494 



1495 



1496 



H 3 C-^^-CH 2 - 1 2 0 



NO 2 



^H 3 
^-CH 2 - 
CH 3 

CH 3 

;h 3 

-CH 2 - 

CH 3 
->H 3 

>-CH 2 - 
CH 3 




1 2 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



-CH^CH^} 



-CH.-Jf-C-^jf 
H 3 C 

»J- H ; 

-CHr*0-£g 
H 3 C 



WO 01/10439 
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1 5 6 



Table 1.137 



C °nT- £>< CH =>r k 



1497 



1498 



1499 



1500 



1501 



m n chirality r 3 



ch 3 



CH 3 
CH 3 



CH 3 
CH 3 



CH 3 

:h 3 



12 0 R 



CH 2- 12 0 R 



CH 2' 12 0 R 
CH 3 
CH 3 

f~ CH r- 12 0 R 

CH 3 
CH 3 



12 0 R 



1502 ^f"CH 2 - 12 0 R 

CH 3 
CH 3 

1503 ^- CH 2" 12 0 R 

CH 3 



H 



H 



H 



H 



iCHaAcHiJ^Q-RB 
R 5 



9 

H H 3 CT " V CH 3 
CH 3 



-CH 2 -^C-<] 



~CH 2 -M-C-<] 
H 



J? PH, 

-CH 2 -N-C-<] 
H ^ 



-CH 2 -M-C^(> 

-CH^N-C-Q-F 
F 

O / 0CHF * 



1504 h 2 nhQ-ch 2 - 12 0 R 

1505 _ '<> CH '- 1 2 0 R 



H 



H 



9 W CFa 



-CH 3 



1506 Ch\ )-ch 2 - 2 1 1 



1 507 o-Q-cH r 2 1 1 




Br 



H 2 N 

-CH 2 -N-C- 
H 2 N 



WO 01/10439 
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1 5 7 



Table 1.138 



Cmpd. H^ch^ 



k m n chirality R 3 



-(CH 2 )pt-(CH 2 )q-G-R 6 
R 5 



1508 Ci-Q-CH 2 - 2 1 1 



1509 o-4 >-ch 2 - 2 1 1 



-CH 2 -N-C-H^J-F 
H 2 N 



-OU-N-O 




1510 D-^}-CH 2 - 2 1 1 



-CH 2 -M-C-^J 
H 2 N 



1511 CH-Qh-CH 2 - 2 1 1 



-CH 2 -N-C-0 



1512 Ch-i >-CH 2 - 2 1 1 



1513 Ci-£>-CH 2 - 2 1 1 



1514 (h 3 cch, )2 r-Qh-ch 2 - 2 2 1 



H 3 CC^>CH 2 - 2 2 1 



1516 (h 3 cch 2 ) 2 n-\>-ch 2 - 2 2 1 



HQ. 



1517 



1518 



h 3 cc>hQ-* 



CH 2 - 



H 3 CO^^-CH 2 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



-CH 2 -N-C-0 
H 2 N 



CI 



-CH2-N- 
H 



. H 2 N 



CI 



-CH 2 -^C-h0 
H 2 N 



CI 



9 /= 



-CH 2 -j^C-^J 
H 2 N 



Br 



i? /= 




Br 



H 2 N 



WO 01/10439 
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1 5 8 



Table 1.139 



C nT' £>< CH *>r * 



m n chirality " R> 



'"(CH 2 )i(CH ? ) q -G-R s 
R 5 



1519 



CH 2 - 



2 2 1 



1 520 Br~{~^- 



CH 2 - 12 0 R 



H 



H 



-CHj-N-C 



C»t\ ^-OC(-b 

Br 



1521 H 3 CO-Q>~CH 2 - 



12 0 R 



H 



9 



-CH 2 -N-C-\v j 



.Br 



1522 <ryj- CH *- 12 0 R 



H 



- cH *-<t c -\i 



.Br 



1523 



H 3 CO^ 
H3CO-Q- 



CH 2 - 



12 0 R 



-CH 2 -N-C-Q 



h 3 co 

1524 >=^ 



HO "~\_/~ CH 2~ 



12 0 R 



9 /- 

-CH 2 -N-0 



Br 



1525 Br-{ V-CH 2 - 12 0 R 



H 



-CH 2 -N-C-(_) 



1526 h 3 co-^^-CH 2 - 12 0 R 



H 



-CH 2 -N-C- 



1527 p-Q~ CH 2- 1 2 0 R 
o 



H 



-CH 2 -fv|-C 



9 /- 



1528 



Hjcq 



H 3 Ct>hQ-CH 2 - 1 2 0 R 



H 



-CH^N-C-Q 



1529 



h 3 cq 



HO-Q-chr 1 2 0 R 



H 



-CH 2 -N-C- r ~ X 
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1 5 9 



Table 1.140 



Compd. R V(CH 2 ) r 



k m n chirality R 3 



-(CH 2 J-( 



"(CHg^CH^G-R 6 
R 5 



1530 Br-^^-CH 2 - 12 0 R 

1531 h 3 CO^^-CH 2 - 12 0 R 



H 



H 



CF 3 



-CH 



F 



1532 



1533 



^3~ CHz " 12 0 R 



H 3 C<3 
H 3 CO-{^-CH 2 - 



12 0 R 



H 



H 



~CH 2 -N-C-^ 
F 



P?3 



.C*3 



H 3 cq 

1534 ho-<>CH 2 - 1 2 0 R 



1535 BrHCV-CH 2 - 12 0 R 



H 



-CH 2 -N-C-0 



CF 3 



F 

.CF 3 



_ C H 2 -n- C -{Js-F 



1536 h 3 co-^-ch 2 - 12 0 R 



-CH 2 - 



1537 /-CH*- 12 0 R 

o 



-CH 2 -N-C-^Jh-F 



1538 h 3 cS>ch 2 - 1 2 0 R 



-ch 2 -n-HJm= 



H 3 CO 

1539 ho-Q-Ch 2 - 1 2 0 R 



H 



-CH 2 -N-C-^Jh-F 



1540 Br-< >-CH 2 - 12 0 R 



9 



, CF 3 



— CH 2 -N-C— (\ i-F 
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1 6 0 



Table 1.141 



m n chirality rs 



1541 h 3 co-<Q>-ch 2 - 1 2 0 



"(CH 2 )p|-(CH 2 )5-G-Re 
R 5 



.CF, 



9 /=< 

-CH 2 -N-C-^>-F 



1542 



CHr 12 0 R 



H 



9 /=T 



1543 



H 3 CO 

H > C <H>C- 1 2 0 R 



H 



H 3 CO_ 
H0 ~O" CH2 ~ 



1544 _ >=\ 12 0 R 



-CH,- 



1545 



CH 2 - 12 0 R 




1546 H 3 CO-i jhCHr 12 0 R 

F F 

1547 H 3 co-^-CH r 12 0 R 

Br 



H 



H 



H 



,CF 3 



H W/ 



-CH 2 -^C-/~1 



CF 3 



H \=/ 



£F a 



H W 



1548 H 3 C-(_>-CH 2 - 12 0 R 



1549 h 2 c-\\-ch 2 - 12 0 R 



P Ml 



p CH=C(CM 3 ) 2 

-CH 2 -f\hC-<f 
H >C 



H 3 C 



^CH 3 



1550 h 3 c-(Jk-ch 2 -' 12 0 R 



H 



CI 



1551 H 3 c-{ >-CH 2 - 12 0 R 



-CH 2 -j>fC 



NfCHjCHjOHh 



WO 01/10439 



PCT/JP00/05260 



1 6 1 



Table 1.142 



C °N0 Pd - R^ (CH =' r 



k m n chirality R 3 



"(CHj^CH^G-R 1 
R 5 



-06 



1552 H,C-^-CH 2 - 12 0 R 



H 



9 



1553 h,c-h( V-CHj- 12 0 R 



H 



1554 H 3 C-( }-CH 2 - 12 0 R 



1555 H 3 C-4 )-CH 2 - 12 0 R 



1556 h,C-( >-ch 2 - 12 0 R 



1557 H 3 c-( VcHj- 12 0 R 



1558 H 3 C-<Q>-CH 2 - 12 0 R 



1559 h 3 c-( )-CH 2 - 12 0 R 



1560 h 3 c-Qkch 2 - 12 0 R 



1561 H 3 c-{ )-CH 2 - 12 0 R 



1562 H 3 C-( }-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



9 



?H 3 



H 3 C 



9 



yH 3 



h yN 

H 3 C 



-CH^-N-O 
H 

t? .s r CH3 



-CH ? - 



H 3 C 

H 3 C NT ^CH 3 




9 ^y- C(CH3)3 

-CH 2 -N-C-f X 
H JT N 



H 3 C 



9 _/=v 

-CH 2 -N-C-^_^n 



9 £* : 



-CH 2 -!tC-<f:^ 
CH 3 



9 _y=\ 
-CH 2 -N-C-|_^ 

0 2 N OCH 3 



WO 01/10439 



Table 1.143 



PCT/JP00/05260 



1 6 2 



C nT' £>< CH >>r * 



m n chirality " R 3 



1 563 h 3 c-^~^-ch 2 - 



12 0 R 



1564 H 3 c-\ >-CH 2 - 12 0 R 



1565 



1566 



1567 



1568 



1569 



CH 5 
^H 2 - 
CH 3 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 
CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1 2 0 "R 



1570 H 3 cs-\/-CH 2 - 2 2 1 



1571 h 3 c&-Q-ch 2 - 2 2 1 



1572 



H 



H 



-(CH 2 )pf-( 



-(CH 2 )p-h-(CH 2 J5-G-R6 
R 5 



-CH.-JJ-C-Q 



-ch 2 -n-c-h^Jhci 

H 3 CO 

0 2 N OCH 3 
a • 

? y-v ' 
HM 



-CH^fJ-, 



-CH,-N-C-^ 
H,N 



.CF 3 



-CH 2 -N-C-f \ 



H \=/ 



1573 ^K>sK>^r 2 2 1 



CF 3 



H V=/ 



WO 01/10439 
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1 6 3 



Table 1.144 



Compd. R V(CH 2 )r 
No. Pr 1 



k m n chirality R 3 



-(CH 2 )i(CH 2 )5-G-R 6 
R 5 



1574 ^c^Ofj-J-O^- 2 ■ 2 1 



H 



VP 



1575 c*-Q-£^Q-c» r 2 2 1 



,C=3 



1576 0^-0- CH2 ' 2 2 



-CH, 



1577 HOICH^j-JfO-Q-CH,- 2 2 1 



-CH 2 -N-C-^ 



.CF 3 



1578 ^^10^ 2 2 1 



CH 3 



1579 O-trKW 



2 2 1 



H 



H 



_ C H 2 -^ C -^5 



9 



1580 (^^-^ch,- 



2 2 1 



1581 0-\J-CH 2 - 2 2 1 



1582 Ci-^~)-CH 2 - 2 2 1 

1583 Ci-Q-CH 2 - 12 0 R 



1584 Ch-Q-CH 2 - 12 0 R 



• H 



H 



n CF 3 
-CH 2 -NHC-f > 



Br 



9 



o o 



9 



o o 

? ' CF3 



-CH 2 -N-C-f > 



H )=/ 
H 2 N 



-CH 2 ~N-C-f > 



PCF 3 



H >=/ 
H 2 N 



WO 01/10439 



Table 1.145 



1 6 4. 



m n chirality r 3 



1585 CH^j>-cH2- 



1586 Ch\ >-ch 2 - 



1587 a-\ >-ch 2 - 



1 588 Ch -^y^ CH 2- 



1 589 h 3 c-^>-ch 2 - 



1 590 h 3 c-< >-ch 



1591 h 3 c-( V-ch 2 - 



1592 H 3 c-\ )~ch 2 - 



1593 H 3 c-<( yen 



1594 



1595 



PH 3 

-CH 2 - 
CH 3 



2 O R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



PCT/JP00/05260 



1CH 2 )i(CH ? v r G-R 6 
R 5 



Br 



-CH 2 -N-C 

H *= N 



-CH 2 -N-C-fJ 
-CH 2 -J^C-hQ> 

-CH 2 -^C-p 
H 2 N 

-CHa-Nf-c-Hp 



H \= N 



-CR 



-CH 



9 



CH 2 -^C-0 
H 2 N 



H 2 N 



WO 01/10439 



PCT/JPOO/05260 



1 6 5 



Table 1.146 



Compd. R S_ (CH2)j _ k m n chirality 
No. Pr 



~(CH 2 )pf-i 



(CH 2 )p+-(CH 2 fe-G-R 6 



1596 



1597 



1598 



1599 



1 600 Ci 



1601 c 



1 602 Ci 



CH 3 

CH 2 - 
CHj 

CH 2 - 



CH- 



CH 3 
CH 3 

CH 3 
CH 3 

CH 2 - 
CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



CH 2 ~ 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



1603 CH^3~CH 2 - 2 2 1 



1604 0-4j-CH 2 - 2 2 1 



1605 o-Q-ch*- 2 2 1 

1606 Ch-Q-CH r 12 0 R 



H 



H 



H 



H 



-CH 



■ H \=N 



-CH 2 -N-C-^ 
H 2 N 



pH 3 



PF3 



-CH, 



H N=N 



-CH 2 -^?-0 



- ch *-"-S?-c5 



,SCF 3 



WO 01/10439 



Table 1.147 



PCT/JPOO/05260 



1 6 6 



m n chirality R 3 



~(CH 2 )X( 



R 5 



1607 H 3 C^Q^-CH 2 - 12 0 R 



1608 



1610 



CH 3 
CH, 



12 0 R 



1609 a-i >-CH 2 - 2 2 1 



2 2 1 



1611 o-fcwlo 



1612 HjCOjCHjlr-Jj-C-^^-CHj- 2 2 1 



1613 ^I^>o,- 2 2 1 



1614 F3C 



CH 2 - 12 0 R 



1615 F3CS-^^~CH 2 - 2 2 1 

1616 FjCS^QkcHj- 2 2 1 



1617 F3C 



CH 2 - 2 2 1 



H 



? / _/ SCF3 
- C H 2 -N-ChQ 



-CH ? 



scf 3 



9 / SCF 3 

_ CH _^ C ^Q 



-CH 2 - 



9 ^ CFa 



,CF 3 



-CH 2 -N-C- w 



_ CH2 _H. C _^J 



9 



. CH _^ c _/j\ 




H 2 N 
i? 



.Br 



-CH 2 -£f-CH0 
H 2 N 



WO 01/10439 



PCT/JPOO/05260 



1 6 7 



Table 1.148 



pi 

Compd. "2>-(CH 2 ) r k m n chirality 
No. 9r 



-(CH 2 )J- 



R s 



1 618 h 3 C<^>CH 2 - 1 2 0 R 



H 



1619 HjCC ^_ CH2 . 1 2 0 R 



H 



- C H 2 -n- C -£5 



PCF 3 



1620 .. Sr\ . 1 2 0 R 



H 3 CO-^)-CHj- 



_CH 2 -N-C-<0 
F 



P F 3 



1621 



HQ 



CH 2 - 



12 0 R 



H 



9 CF 3 

-CH 2 -N-C-^-F 



1622 H3CCH f> C H 2 - 1 2 ° R 



CF, 



F 



1623 ho-Q>-CH 2 - 12 0 R 



-CHe-N-C-^J 



1624 



CH 2 - 12 0 R 



1625 HO-< >-CH 2 - 12 0 R 



-CH 2 -N-C-/~i 



CF 3 



H \=( 



1626 ho-h£j>-ch 2 - 12 0 R 

1627 ho-Q>-ch 2 - 12 0 R 



1628 h 3 cs-h( }-CHj- 12 0 R 



H 



v-C 

-CH,-j*C^3-f 
~CH 2 -N-C-f Vl 



— p 

H V={ 
F 



9 



P F 3 



-CH 2 -N-C- 

H W 



WO 01/10439 



Table 1.149 



PCT/JPOO/05260 



1 6 8 



m n chirality R 3 



p ,'(CH 2 )^G-R 6 
R 5 



1629 h 3 cs-^^-ch 2 - 1 2 0 



1632 



1637 



1638 



1639 



,Ci 



CH 3 

CH 3 
CH 3 

CH 3 
CH 3 

-CH 2 - 
CH 3 



R 



CH 2 - 12 0 R 



1630 



1631 KjNCHj ^ }-ch 2 ~ 12 0 R 



CFaH hCHr 1 2 0 R 



H 3 CS 

1633 nc-^/-ch 2 - 0 Ft 



1634 (HlCkCH-^J-CHy- 12 0 R 



1635 H 3 o\ >-CH 2 - 12 0 R 



1636 H 3 c-\ )-CH r 12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



-CH 2 -^C-Q 



-CH 2 -N-C-^ 



-CH 2 -N-C-^J> 
9 

-CH 2 -N-C* 



H 



-CH 2 -N-C-H^_/-C(CH 3 ) 3 
H 3 C .CH 3 



-CH 2 - 



-CH 2 -N-C>-Q-(CH 2 ) 4 CH 3 



H "CH 2 -N-C-Q-0(CH 2 ) 3 CH > 
H -CHj-^C-fJ-J-j-c-OCHaCHj 



WO 01/10439 
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1 6 9 



Table 1.150 



Compd. R S_ (CH2 v_ k m n chirality 
No. R 



R 3 -~(CH 2 J^(CH 2 v-G-R 



1646 



CH 3 

1640 6>~ CH 2- 

CH 3 
CH 3 

1641 ^ 

CH 3 
CH, 

1 642 ^. 

CH 3 
CH 3 

1643 S^ CH2_ 

CH 3 
CH 3 

1 644 |Jf CH2 ~ 

CH 3 



CH 3 

CH 3 
CH 3 



1 645 £^j- CH 2- 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



-CH^-N-C-^^-N-CCH^CHj 



-CH 2 - N-C-^^- OCFjC HC IF 



2 




-CH 2 -N-C-hQ-C-hQ 



.CF 3 



H \=/ 

9 



-CH 2 - 



1647 H^ctoyj-^VcH,- 2 2 1 



H 



-CH2-N-C- w 



1648 HjCjovj-Q-ch,- 12 0 R 



-CH 2 - 



1649 h 3 cich j)2 -Q- ch 2- 2 2 1 



9 

-CH 2 -N-C- 



sK3 



1650 HjCtCHjJj-O -01 *" 120 R 



-CH 2 - 



WO 01/10439 



Table 1.151 



1 7 0 



PCT/JP00/05260 



CO N m o Pd ' >< CH * 



k m n chirality r 3 



1651 ^c(Oi 2h -^y C H 2 - 2 2 1 



!652 h 3 c{ch 2 )3>-Q^ch 2 - 2 2 1 



1653 HjC(ch2) 2 -Q-ch 2 - 2 2 



1654 H,c(CH 2 } 2 -^}-cH r 2 2 1 



1655 h^ch^-T^ch,- 2 2 1 



1656 h^ch^-^^ov- 2 2 1 



1657 h^ch^-hQwth,- 2 2 1 



1658 H 3 c ( CH 2 ) 2 -^Qh-cH r 2 2 1 



1659 CMC >-ch 2 - 2 2 1 



1660 Br-^-CH 2 - 12 0 R 



1661 B, 



CH 2 - 12 0 R 



H 



H 



H 



H 



-(C^AcHgfc-G-RS 



o P f 



-CHj-fsj-C 



CH r\J-"( , > t 2)3CH, 



9 /={ 

h 2 n : 



Br 



-CHy-N-C 



O /Br 



CH 2 - 0~* (CH7,2C ^ 



,8r 



H 2 N 
o P 

-CHj-W-C- 



H 2 N 



CI 



o P 



-CH 2 -N-C-^ 
H 2 N 

-CH 2 -N-C-Q 
H 2 N CI 



-CH,~N-C- 

H 2 N 



~CH 2 -N-C-^ 
H 2 N 



.OCF, 



WO 01/10439 



PCT/JP00/05260 



1 7 1 



Table 1.152 



Compd. R ">-(CH 2 ) r 
No. R 2/ 21 



k m n chirality R 3 



X, 



-Q6 



"(CH 2 ) r f-(CH 2 ^G-R 
R 5 



1662 Br—Cv >-CH 2 - 12 0 R 



1663 Br— <Qh-CH 2 - 12 0 R 



1664 H 3 CS-\ >-CH 2 - 2 2 1 



1665 h 3 CS-Qh-CH 2 -- 2 2 1 



1 666 h 3 CS-hQ- 



CH 2 - 2 2 1 



H 



H 



H 



H 



-CH 2 -N-C-^^-F 
H 2 N 

-CH 2 -^C-^} 
H 2 N 



-CH 2 -/vhC- 

H W 




OCF a 



H 2 N 

_ C H 2 -^(^^-F 
H 2 N 



1667 HbCCH 2 -{ Vch 2 - 2 2 1 



H 



9 ^ Br 

-CH 2 -N-C- 



H 



Br 



1668 KjCCHj— ^^-ch 2 - 2 2 1 



H 



-CH 2 -N-C-^^-F 
H 2 N 



1669 KjCch,-^ )-ch 2 - 2 2 1 



H 2 N 



1670 ^cch 2 -h( )-ch 2 - 2 2 1 



1671 HjCCH 2 — ^ Vch 2 - 2 2 1 



1 672 h,cch 2 -( Vch 2 - 2 2 1 



H 



H 



H 



-CK 



H 2 N 



H 2 N 

-CHi-g-C^p 
H 2 N 



WO 01/10439 
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1 7 2 



Table 1.153 



Compd. 



k m n chirality r 3 



1673 HjCCHj^^-cHj- 2 2 1 



"(CH 2 )i(CH 2 ) ? -G-'R s 
R 5 



-CHj-N-C-^^-CI 



1674 



1675 



1676 



1677 



1678 



1679 



1680 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



Bf 



1681 phQk-c^- 2 2 1 

1682 f -^y^2- 2 2 1 



H 



H 



H 



H 



H 2 N 

-CH 2 -^C--f^ 
H 2 N 

H 2 N 

H 2 N 

H 2 N . 

H 2 N 

H 2 N 

-CHj-N-C-^J-CI 



1683 



WO 01/10439 



PCT/JP00/05260 



1 7 3 



Table 1.154 



Compd. R h>-(CH 2 )r k m n chirality - R 3 -(CH 2 )J- 
No. Fr - 5 



-d6 



(CH 2 )p-{-(CH 2 )q-G-R 
R 5 



1684 0*^0-0%- 2 2 



9 



-CH 2 -N-C-^ = J _F 
H,N 




1690 



1685 Q-^-Q-^r 2 2 1 



1686 Q-S-K>ch,- 2 2 1 



1687 Cy-+^Q- C »>- 2 2 1 



1688 Q-n-o-Q-ch 2 - 2 2 1 



1689 0~R"°"0" CHr 2 2 1 



Osrk>*- 2 2 1 



H 



H 



-CH 2 -^C-0 



H 2 N 



Br 



-CH 2 -N-C-0 
H 2 N 

-CH 2 -^C-H0 
H 2 N 



CI 



H,N 



-CH 2 -N-C-<0 
H 2 N 



PCF 3 



-CH 2 -N-C-<0 
H 2 N 



1691 O^K>ch,- 2 2 1 



1692 



,CH 3 
H 3 C-^y-CH 2 - 



1 2 0 R 



H 



-CH 2 -N-C-^-CI 
H oA Br 



,CH 3 

1693 H 3 C-<jKCH 2 - 1 2 ° R 



,CH 3 

1694 h 3 C-TVch 2 - 1 2 0 R 



H 



H 



-CH 2 -N-C 




-c- 

H 2 N 
H 5 N 



WO 01/10439 
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1 7 4 



Table 1.155 



C °N m o Pd - R> (CH ^r 



k m n chirality R 3 



CH 3 

1 695 H,c-r>CH 2 - 1 2 0 R 



1696 



• CH 3 



1697 



CH 3 

H3C KT/- C *- 



CH 2 - 



12 0 R 



12 0 R 



CH 3 

1698 H3C-TW 1 2 ° 



1699 



1700 



,CH 3 



H 3 C-(\ >-CH : 



CH 3 



H 3 c -\ /r c "r 



12 0 R 



12 0 R 



1701 HjC=ch-{ V-CH r 12 0 R 



1702 H 3 CO~^~^-CH 2 - 12 0 R 



H 



H 



H 



H 



-(CH 2 )icH 2 )5-G-R 6 
R 5 



-ch 2 -Jc-0 



"CH 2 -N-L0 
H 2 N 

_ C H 2 -M.i0 
H 2 N 

H 2 N 

H 2 N - 



-CH 2 -N-C--f Vci 



Br 

H 

-CP 3 



H 2 N 



-CK 



-.CF a 



H 2 N 



1703 ^3" CH 2" 12 0 R 

1704 HO-^~^-CH 2 - 12 0 R 



1705 ckTCch,- 1 2 0 R 



-CH 2 -^C-f ^ 



h y=/ 

H 2 N 



H 2 N 



.CF, 



WO01/10439 



PCT/JPOO/05260 



17 5 



Table 1.156 



c r pd - o3>< CH *>r 
No. 



k m n chirality * R 3 



-D6 



-(CH 2 )jrf-(CH 2 )q-G-R 
R 



1706 



1711 



12 0 R 



1707 h 3 c&-Qkch 2 - 12 0 R 



1708 HjCCHj-iC >-ch 2 - 12 0 R 



1709 (HjC) 2 ch-\ >-CHr 12 0 R 



H 




1710 3,-h^-ch 2 - 12 0 R 
H 3 C 

CH 3 



12 0 R 



h 3 cch 2 o 

1712 Ho^-cnr 1 2 0 R 



H 



H 



H 2 N 



H 2 N 



- cH *-it cH 0 

H 2 N 



PF 3 



-CH 2 -N-C-/~i> 



CF, 



H )==/ 



-CH 2 -r^c- 



i 

-CH 2 -rvhc- 



9 

-CH 2 -NhC- 



1713 h ^_ch 2 - 1 2 0 R 



1714 



1715 



1716 



H 3 CO-^[j>-CH 2 - 



HO 




CH 2 - 



12 0 R 



12 0 R 



12 0 R 



-CH 2 -N-C- 

H \=/ 



P F 3 



-CH 2 



-CH 2 



-«-6 CF> 



WO 01/10439 



Table 1.157 



PCT/JPOO/05260 



1 7 6 



C ° N m o Pd - R> (CH ^r 



k m n chirality ~(CH 2 )^-(CH 2 te-G-R 6 



OCHj 



17 17 H.co-TV-CHr 1 2 0 R 



:n 3 



ch 2 - 12 0 R 



CHj 



1718 



1719 tVCHr 12 0 R 

N 



1720 



P 

HjCO-C 

h,c^Q-ch 2 - 12 0 R 

CH 3 



1721 H,ccH 2 -/~)-cH r 12 0 R 



1722 



1 2 0 R 



1723 £-^~)" CH2 " 1 



2 0 R 



1724 



1725 



,CH 3 

h 3 C-^>-ch 2 - 



12 0 R 



,CH 3 

H 3 C-{^-CH 2 - 1 2 0 
H 3 C 



1726 ^cc^-hTVch,- 12 0 R 



H 



H 



H 



9 



-CH 2 - 



-CH 2 -N-C- 

H W 



"CH 2 -N-?-0 

F 

-CH.-fj.C-Q 
-F 



CF 3 



F 

.CF 3 



-CH 2 - 



F 

PF 3 



-CH 5 



F 

,CF 3 



-CH 



irk} ' 

F 



.CF, 



-CHj-M-C-h^-F 



1727 




CH 



J " 1 2 0 R 



-CHj-N-C-^J-F 



WO 01/10439 
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1 7 7 

Table 1.158 




WO 01/10439 



Table 1.159 



1 7 8 



C °nT' £> (CH *>r 



k m n chirality r 3 



1739 (HjC^ch-^Jhchj- 12 0 R 



1740 



1 2 0 R 



1741 H3CS-6 . >-CH 2 - 12 0 R 



1742 HjCCHj-hTVch^ 12 0 R 



1743 



1744 



12 0 R 



H 3 C— (\ i~CH 2 - 1 2 0 R 



,CH 3 

1745 H 3 C^O-CH 2 - 12 0 R 

H 3 C 

1746 {HiCfeCH-^-CHz- 12 0 R 



1747 



CH 2 - 



1 2 0 R 



1748 k,ccHj-hT}-ch 2 - 12 0 R 



1749 



CH 3 - 

H 3 C-^J^-CH 2 - 



12 0 R 



H 



H 



PCT/JPOO/05260 



"(CH 2 ) F |--(CH 2 ) T G-R6 
Fr 

-CH 2 -^C-^V-F 
F 



-CH ? 



-CH 2 -^C-^ 
-CH 2 -N-C-^J> 
-CH 2 -N-C-^J> 



-CH 2 -N-C- 



P 



Br 



.Br 



~CH 2 -N-D 



-CH 2 -M-C-0 
H 2 N 



9 

-0 



-CH^C- 



Br 



H )=/ 



WO 01/10439 



PCT/JPOO/05260 



1 7 9 



Table 1.160 



Compd. R >-(CH 2 ) r 
No. R 2/ 2h 



R 4 



k m n chirality R> _( CH2 j" (CH 2 )-G-R 6 



1750 



ch 2 - 12 0 R 



R- 



-CH 2 -N-C-^J> 



OCF, 



1751 h 3 cs-^^-ch 2 - 1 2 0 



R H 



9 



-CH,- Jvj-C 



,OCF 3 



1753 



1752 HjCCHjHf V-ch 2 - 12 0 R . 



12 0 R 



OCFn 



-CH 



-CH 2 -^C- w 



9 



OCr 3 



1754 



,CH 3 



CH; 



12 0 R 



CH 3 

1755 h 3 c-^Jv-ch 2 - 12 0 R 
H 3 C 



.OCF, 



f? 



-CH 2 -N-C- 



0CF 3 



1756 (KiC) 2 ch-< y~cHr 1-20 R 



12 0 R 



Br Br 



Br v Br 

1757 Br 

Br Br 

1758 H 3 cCr^VcH 2 ~ 12 0 R 

BrBr 

1759 H,c-{"VcH r 12 0 R 



1 760 H 3 C-^jr-CH 2 - 



12 0 R 



H 



H 



H 



.CF, 



H N=/ 



-CH 2 -N-C-f > 



H \=/ 



o 



9 



CF^CHCIF 



WO 01/10439 
Table 1.161 



PCT/JPOO/05260 



1 8 0 



Compd. R Swrw %_ r4 
No. r*^^ k rn n chirality • ff -(CH^CH^G-rs 
R 5 



1762 



1763 



1768 



1769 



1770 



1771 



1761 h 3 <K}-ch 2 - 1 2 0 R 



CH, 



CH r 1 2 0 R 



CH, 



\J- C »r 2 2 0 



1764 O 



c H r 2 2 0 



1765 0~ CH 2- 2 2 0 

1766 0~ CHr 2 2 0 



1767 a-{ >-ch 2 - 1 3 



ch 2 - 1 3 1 



CH 3 

CH 3 
CH 3 

CH 3 
CH, 



1 2 0 R 



1 2 0 R 



12 0 R 



H 



H 



H 



9 y-r^-rQ-" 



CI 



-CH 2 - 



H oV6 



-CH 2 -N-C^^ 



p OCH 2 CH 3 



O /OCH 2 CH 3 

(S) f / OCH 2CH 3 
-CH-N-C-Q 
CHjCHfCH^j 

-ch-m-c— ^jy 

CHjCHfCHJ;, 
-CH 2 -M-C-<Q 



p <OCH 2 CH 3 



O-CHCF2O 
F 



9 JT^ 



ci 



9 

-CH 2 -|*-C 

(H 3 C) 3 C-<j:H-^C^ 
H 3 C H O 



WO 01/10439 
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Table 1.16 2 



1 8 1 



Compd. p^CH^- 



k m n chirality R 3 -(CH 2 )H— (CHj^G-R 6 



R 5 



1772 



1773 



1774 



1775 



1776 



1777 



1779 



CH 3 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 



H 3 CO 



H 3 CQ^)k 
HO 



CH 2 - 



CH 2 - 



1 780 b, 



1781 hi 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



2 2 1 



1778 h 3 c-^>-ch 2 - 2 2 1 



2 2 1 



CHj- 2 2 1 



CHjr- 2 2 1 



1782 h 2 och-\ >-ch 2 - 2 2 1 



-CHr-f-C-( > 

H 5 C 



-CH- 



H 3 C 



OCH 3 



H 3 CO 



CF, 



H 2 N 



9 




P F 3 



H,N 



-CH 2 -N-C-< ) 
-CH 2 -N-0 



H ^0 



-CHf-N-0-0 
H 2 N 

9 CF3 

HoN 



9 



-CH 2 -N-G 



H 




H 2 N 



-CH 2 -N-C-f X ) 



f*3 



H )=/ 
H 2 N 



-CH 



H 2 N 



WO 01/10439 
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Table 1.163 



1 8 2 



m n chirality R 3 



1783 nc-\ /-ch 2 - 2 2 1 



1784 {^-ch 2 - 2 2 



1785 cKjtCHjjj-^-cHj- 2 2 



1786 



2 2 1 



1 787 CHjCCHjjj-^-cH,- 12 0 



,CH 3 



1788 



H 3 C ~\ >CH?- 



2 2 1 



1 789 H 3 



1790 



1791 



CH-r 2 2 1 



<Xr 1 2 0 S 



CHr- 12 0 S 



1792 H3CHC £l r 2 2 1 



a 



1793 



Or\ r 



2 2 1 



H 



H 



H 



R 4 

"(C^^CHa^G-R 6 
R 5 



-CH 2 -N-C-0 
H 2 N 

H 2 N 



-CHo-f^C-/^ 
H 2 N 

-CH 2 -^C--f^ 
H 2 N 



-CH 2 -M-C-/~^ 
H 2 N 



PS 



CF, 



-CH 2 ^^C-0 
H 2 N 



.CF, 



-CH 2 -[|C-^ 
H 2 N 

-CH^N-O-Q 
H 2 N 

? r-<° CF3 
-CH 2 -N-C-p 

H 2 N 

-CH 2 -N-^-^ F 
H 2 N 



WO 01/10439 



PCT/JP0O/052f.O 



18 3 



Table 1.164 



Compd. R^c^ 



k m n chirality R 3 



"(CH 2 )i(CH 2 )q-G-R 6 
R 5 



1794 h 3 c-Q^ch 2 - 2 2 



1795 o^)-ch 2 - 2 2 1 - H 



H 



1796 8r-<v /)-CH 2 - 2 2 1 



1797 ho-(\ /V-CHj- 2 2 1 



1798 h 3 cch^-CH 2 - 2 2 1 



1799 HjOCH-4 /-ch,- 2 2 1 



1800 nc-^j)-ch 2 - - 2 2 1 

1801 ^-CH 2 - 2 2 1 



1802 H °-^}-CH 2 - 12 0 R 

H 3 CCH 2 0 



1803 



CH 2 - 



12 0 R 



H,C 



1804 HjC(CH 2 )r^^-CH2- 2 2 1 



H 



H 



9 




-CH 2 ~N-C^^-F 
H 2 N 

•~CH 2 -N-C-Hf V 
H 

9 



H 2 N 



-CH 2 -N-CHf Vf 




9 




-CH 2 -N-C-^J-F 
H 2 N 



-CH 2 -fv|-C-Hf Vi 
H 



2 -im-^— x v— F 
H >=/ 
H 2 N 




-CH^N-C-^-F 
H 2 N 

9 




H 2 N 



H y=/ 




H 2 N 



-CH 2 -£C-0 
H,N 



H 2 N 



WO 01/10439 



Table 1.165 
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1 8 4 



C °N m o Pd ' n> <CH ^ k 



H 

m n chirality R> -(CH 2 )^(-(CH 2 fc-G-R 6 



1805 Br ~^y- CH2 - 

1806 HjCO-hQ^-cHj- 



1807 



1808 



h 3 co 

HC> 0~ CH2 "" 



H 3 CO-^~^-CH 2 - 



1 809 HO-^^-CHj- 

1810 <r\J-CHz- 

o 



1811 



1812 H 3 CShT}-CH 2 



1813 h,cch 2 -kQk-chj- 



1814 



1815 



CH 3 

H 3° H 0~ CH 2- 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



9 

-CH 2 -N-C 



SCF, 



,SCF 3 



9 _( SCF3 

-CH^C-Q 
-CHi-N-C-Q 



-CH 



-CH 



-CH 



Q / SCF 3 

nk5 



/-( SCF3 

-CH 2 -|v|-C-0 

9 /-< SCF3 

-CH 2 -N-C-Q 
-CH 2 -N-C-Q 



-cH2 -?r c -w 



SCF, 



WO 01/10439 
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Table 1.166 



18 5 



Compd. R V(CH 2 ) r 
No. FT 1 



k m n chirality "R 3 



"(CH 2 ) r f-(CH 2 ^G-R 6 
R 



1820 



1821 



1823 



1824 



1816 (ch 3 ) 2 chh( V-chj- 12 0 R 



1817 (CB.hCH^-CH.,- 



1818 Br-^-CH 2 - 

1819 h 3 co-hQ>-ch 2 - 



H 3 C(D 

HO-Q-CH 2 - 



H 3 CO-^^-CH 2 - 



1 822 hohQhch 2 - 



0^>CH 2 - 

o 



1825 H 3 cs-i >-CH 2 - 



1826 h 3 cch 2 -{ }-ch 2 - 12 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



9 ^ SCF3 



H V=/ 



SCF 3 



-ch 2 -^c- w 



:ch 2 -m-c- w 



tr<> 



OCHF 2 



_ CH -JL(3 



pCHF 2 



-CH 2 -N-C-^) 



PCHF 2 



-CH 2 -N-C-^ 



PCHF 2 



9 



-CH 2 -N-C- 

H W 



OCHF 2 



-CH 2 -N-C-£3 



OCHF 2 



-CH 



PCHF 2 



9 

-CH 2 -N-C 



pCHF 2 



PCHF-, 



WO 01/10439 



Table 1.167 



1 8 6 



°7o Pd !>< CH *»r 



k m n chirality 



1827 



1828 



12 0 R 



/>-CH 2 - 12 0 R 



CH, 



CH 3 

1829 h 3 c-0-ch 2 - 12 0 R 
H 3 C 



1830 (CH 3 ) 2 cH-^J-cHjr 12 0 R 



1831 Bi 



12 0 R 



1832 h 3 co-Qkch 2 - 12 0 R 



H 3 cq 

1833 M „.. 12 0 R 



hohQ^ch 2 - 



1834 



HQ 



H 3 Ci 



0-Q-CH 2 - 



12 0 R 



1835 ho-^-ch 2 - 1 2 0 R 
£-p^ CH '" 1 2 0 R 



1836 



1837 



CH 2 - 



12 0 R 



H 



H 



PCT/JPOO/05260 



R" 



-(C^^CH^G-R 6 
R 5 



-CH 2 -N-C-^J^ 



,OCHF 2 



OCHF 2 



-CH 2 -f^C- 



-CH 2 -N-?-^ 



OCHF 2 



OCHF 2 



-CH 2 -N-C-^J 



9 ^C(CH 3 ) 3 

9 0^-C(CH 3 ) 3 
-CH 2 -(|C^J 

f? CX-C(CH 3 ) 3 
-CH^N-C-hQT 

? O^C(CH 3 ) 3 
-CH 2 -N-C-^J 

{? O^C(CH 3 ) 3 
- C H 2 -N-c-^J 



(X^C(CH 3 ) 3 

-CH 2 -N-C- 



ff O^C(CH 3 ) 3 
-CH 2 -N-C-<Qr 



WO01/10439 
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Table 1.168 



1 8 7 



No. Fr 



k m n chirality r 3 -(CH 2 k-f-(CH 2 fe-G-R 6 



1838 h 3 cs-^}-ch 2 - 12 0 R 



H 



9 O^C(CH 3 ) 3 
-CH 2 -N-C-<Qr 



1839 H 3 ccH 2 -<r}-cH 2 - 12 0 R 



H 



9 o^C(CH 3 ) 3 



-CH 2 -N-C-^J 



1840 



2" 1 2 0 R 



H 



-CHjr-N-O 



9 0,C(CH 3 ) 3 



1841 



12 0 R 



,CH 3 

1842 H 3 c-(~)-CH 2 - 12 0 R 

H 3 C 



1843 (CHjfeCH-^-cHj- 12 0 R 



9 0~^C(CH 3 ) 3 
-CH^N-C-^J 

9 0^-C(CH 3 ) 3 



-CH 2 



-CH ? 



1844 (CH 3 )3C-\ >-ch 2 - 12 0 R 



-CH 2 -hj-C 



. ? O^C(CH 3 ) 3 



1845 H 3 ccH 2 -(VcH r 12 0 R 



.ch 3 




1846 H 3 c-y_y~CH 2 - 12 0 R 

H 3 C 

1847 (ch 3 )3C-^-ch 2 - 12 0 R 



H 3 CO 

1848 ho ^_ CH2 _ 1 2 0 R 



, — ». 

CH2 O" CH ? CH 3 



9 /-< SCF3 



-CH 2 -N-C 



OCHF 2 



WO 01/10439 



Table 1.16 9 



PCT/JPOO/05260 



1 8 8 




m n chirality ^ 



1849 



1 2 0 R 



~(CH 2 )^-f-(CH 2 )r-G-R 6 
R 5 



-CH,-N- 
H 




1850 H 3 CCH 2 -/~y C H 2 - 1 2 0 



R 



CH, 



1851 H 3 C-^ C H 2 - 1 2 0 R 



1852 



1853 



1854 



r c »>- 1 2 0 R 



H 3 co 

hohQkch 2 - 



12 0 R 



12 0 R 





-CHf-N- 
H 



H \=/ 

9^-0 
-ch 2 -n-c-hQ 



-CH 2 -N-C-/~^ 



H W 



1855 h 3 cch 2 -Qi-ch 2 - 12 0 R 



CH 3 

1856 h 3 chQ-ch 2 - 1 2 0 R 



1857 



CH 2 - 



1 2 0 R 



1858" b^Q-ch 2 - 12 0 R 



1859 h 3 co-Q-ch 2 - 1 2 0 



-CH 2 -N-C-^ 



„ o 



-CH 2 -N-C-^^ 



O 



9 

-CHo-f^C-/ \ 
" H >=/ 

H 2 N 



,8r 



~CH 2 -fvhC--/^ 



Br 



WO 01/10439 



PCT/JP00/05260 



18 9 

Table 1.170 



C N m o Pd ' R^ (CHz) i~ k m n chirali, V R 3 ~(CH 2 )^(CH^G-R e 

R 



h 3 CO 

1860 hohQhch 2 - 1 2 0 R h -CH r N-& 



1861 



1863 



1868 (ch 3 )3C-\ >-CH r 12 0 R 



1869 Br\ >-CH 2 - 1 2 0 R H 




8r 



H >=/ 
H 2 N 



H 3 co^-CH r 1 2 0 R h _ CH ,-^_0 

H 2 N 

O fir 

1862 ho-^~)-ch 2 - 12 0 R h ^ CH r[t^""0 

H 2 N 

12 0 R h -ch 2 -^L0 



H )=/ 
H 2 N 



Br 

1864 h 3 cs-h( >-ch 2 - 1 2 0 R h -ch 2 



H 2 N 

Q Br 

1865 ^yj^^r 1 2 0 R h ' ch ^^0 

H 2 N 

/=< CH3 9 ^ 8r 

1866 h 3 c-\J-ch 2 - 12 0 R h " ch 2~n-c-Q 

H 3 C H 2 N 



Br 

1867 (ch 3 ) 2 ch-4 your 1 2 0 R H ~ch. 



H 2 N. 

-CH 2 -N-C-^J 
H 2 N 

H 2 N 

1870 H 3 CO\ )~CH 2 - 1 2 0 R H -CH 2 -fsJ-CH^ 

H 3 N 



WO 01/10439 



PCT/JPOO/05260 



Table 1.171 



1 9 0 



C< No Pd R2^ CH 2)i k m n chirality 



1871 



1872 



h 3 co 



hohQ-ch 2 - 1 2 0 R 



12 0 R 



1873 hohQ-cHj- 12 0 R 



1874 



1875 



12 0 R 



12 0 R 



1876 HjCS-Q-ch 2 - 12 0 R 



1877 H 3 ccH 2 -(>-cH r 12 0 R 



1878 



12 0 R 



.CH, 



H 



H 



1879 H 3 c-^-cH r 1 2 0 R H 
H3C 



R 4 

•(C^Jp-f-^H^G-R^ 
R 5 



H 2 N ' 



9 

-CH 2 -jvhC 




-CH ? -N-?-0 
H 2 N 



9 

— CH 2 -N-C 




H 2 N 



H 2 N 




H 2 N 

-CH 2 -N-L0 
H 2 N 



9 



-CH 2 -N-C 




H 2 N 



1880 (ch^ch-^Jkchj- 12 0 R 



1881 (CHjbC-Q-CH,- 12 0 R 



-CHrN-S-0 

-H 2 N 

" CHr f!^0 

H 2 N 



WO 01/10439 



PCT/JPOO/05260 



1 9 1 

Table 1.172 



R 1 J? 4 
C< No Pd ' R ^~ {C " 2} ~ k m n chiralit y ' R 3 ~(CH 2 )p-lj(CH 2 )q-G-R € 

1882 Br-^y-CH 2 - 12 0 R H _CH 2~{| C- 0 

H 2 N 

1883 HjCO-^y-CHj- 12 0 R H ~ CH z"^ c-< 0 



1888 



1891 



"o 



.CH 3 

1892 u „_/=V™ _ .1 2 0 R H 



H,N 



1884 ho^£>CH 2 - 1 2 0 R H "CHa-N-C-0 



NO 



2 



H 2 N 



HO <jj) 

2 0 R H -CH 2 -N-C-/ 

H 2 N 



1885 H3CO-OOV 1 h >= 




1886 ho-^_^-ch 2 - 12 0 R H -ch 2 -n-c 



9 ^ N ° 2 



H 2 N 



NO 



2 



1887 r\-^ CHr 12 0 R H ~ch 2 -n-c-^ 

H 2 N 

N0 2 



^3~ CH *~ 12 0 R H ^ CH 2"^c-H0 



9 
-c* 

H 2 N 

1889 h 3 cs-^~~)~ch 2 - 1 2 0 R hi -ch 2 -n-c-^> 

1890 ^ccHrHTVcH^ 12 0 R 



,no 2 

H 2 N 

? ' N ° 2 



h - CH 2 - !! c -^l5 

H 2 N 

P^} -0 ^ - 1 2 0 R h -c^-tf^y^ 



-CHj-N-C-f N ) 



h 3 C-^Jkch 2 - -i ^ u n ""^B^V 

H 2 N 



WO 01/10439 



Table 1.173 



1 9 2 



k m n chirality 



ch 3 

1 893 h 3 c-(~)-ch 2 

H 3 C 



1 2 0 R 



1894 (CH^cH-^^-cHr- 12 0 R 



1895 (ch 3)3 c-{}-ch 2 - 1 2 0 



1896 



H 3 CO-^HC 



1 2 0 R 



1897 h,cs-<Jkch 2 - 12 0 R 



1898 HfiCHf-Cj-cHr 12 0 R 



1899 (ch^ch-^^-ch^ 12 0 R 



R 3 



H 3 CO 

HC>h O~ ch 2- 



1900 >\ ... 1 2 0 R 



1901 H jC <cH 2)i -£)-cH r 12 0 R 



1902 



12 0 R 



1903 (ch^ch-TA-ch^- 2 2 



H 



H 



H 



H 



PCT/JP00/05260 



"(CH^JCH^G-R 6 



-CH 



H,N 



-CH 2 -,C V -0 
H 2 N 



-CH Z -N-C- ^ 
H,N 



.NO, 



-CH 2 -^C-0 



9 

H 2 N 



five 

H 2 N 

-CH^C-p 
H 2 N ' 



-CH 2 -J^C-/^J> 
H 2 N 



OCR 



-CH 2 -N-C-fJ 
H 2 N 



-CH 2 -N-C-p 
H 2 N 

-CH3-N-C-Q 
H 2 N 



H 2 N 



.OCF, 



WO 01/10439 
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Table 1.174 



1 9 3 



Compd. R S-(CH 2 )i 
No. R 2/ 2,1 



f~ k m n chirality 



-(CH 2 )i-(CH 2 )5-G-R 6 
R 5 



1904 *,c(CH, h -\ V-ch,- 2 2 1 



1 2 0 R 



1906 



o--£>ch 



2 12 0 R 



CH 2 - 12 0 R 



1 907 w 



1908 h 3 co-(x>-ch 2 - 12 0 R 



1909 h 2 c=ch-\ )-ch 2 - 12 0 R 



1910 Br-H^-CH 2 - 2 2 1 



1911 chY=Cch 2 - 2 2 1 



1912 ho-^~^-ch 2 - 2 2 



1913 



ch 3 

h 3 c>h O~ CH2_ 



2 2 1 



1914 h 3 c-\ ycHr- 2 2 1 



H 



H 



9 



OCF, 



. H 2 N 

-CH 2 -N-C-^Q 
H 2 N 

-CH 2 -N-C^J 
H,N 



-CH 2 -M-C-0 
H 2 N 



PCF, 



H 2 N 

-°*-tr=-p 

H 2 N 

-CH r j*C-^ 
H 2 N 



-CH 2 -^-CM0 



PCF 3 



-CH 2 -fvhC~f > 



PCF, 



H >=/ 



H 2 N 



PCF. 



H 2 N 



WO 01/10439 
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Table 1.175 



1 9 4 



1915 



1919 



1920 



1921 



1922 



k m n chirality rj 



H3CCH20 



-12 0 R 



H 3 C_ 

h °-0~ ch *- 



1916 12 0 R 



H 3 CCH 2 0 

1917 h^ch, 2 2 1 



1918 HO<>CH 2 - 2 2 1 



CH 2 - 



/=< NH2 

o-^Jkch 2 



2 2 1 



2 2 1 



NH 2 

a-0-cH r 1 2 0 R 



NH 2 

O^Q- C H 2 - 



2 2 1 



1923 Br-^ >-ch 2 - 2 2 



1924 h 3 coh(~^-ch 2 - 2 2 1 



1925 



CH 2 - 2 2 1 



H 



"(CHaV-l-fCH^G-R 6 
R 5 



y - 0CF ' 



H 2 N 



H 2 N 



H 2 N 



PCF, 



9 W" 

-CH 2 -N-C-f ^ 



PCF. 



h y=J 

H 7 N 



-CH ? -N- 



.CF 3 



h y=J 



H 2 N 
H 2 IM 
H 2 N 



-CH 



n / SCF 3 



9 _/ SCF;i 



WO 01/10439 
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Table 1.176 



1 9 5 



Compd. R S-(CH 2 ) r 
No. R 2/ 2 ' 



k m n chirality R 3 



"(CH 2 ) F |]-(CH 2 ) r G-R 6 
R 5 



1926 



1928 



1929 



1932 



1933 



^(~^-CH 2 - 



CH 3 



2 2 



1927 hcm(^-ch 2 - 2 2 



r 2 2 



ch 2 - 2 2 



1930 h 3 CS-< >-ch 2 - 2 2 



1931 h 3 cch 2 -h£~^ch 2 -- 2 2 



CH 2 - 2 2 



2 2 



CH 3 

1934 H 3 C-^y-CH 2 - 2 2 

H 3 C 



1935 o 2 m-< x /VcH r 2 2 



1936 H 3 c-4 . Vch 2 - 2 * 2 



H 



H 



H 



H 



H 



H 



H 



-CHo-N-C-^S 



.SCF n 



-CH 2 



:k3 



SCF 3 



-CH 



? A-< SCF3 



-CH 2 -N-C^^ 



,SCF 3 



-CHfj^O-{j 



.SCF, 



-CH 2 -N-C-^ 



•.SCF, 



-CH 



4-6 



SCF 3 



-CH 2 -N-C-^ 

-CH 2 -N-C-Q 

ff ^"< SCF3 
-CH 2 -N-C-^Q 



.SCF, 



WO 01/10439 



PCT/JP00/05260 



Table 1.177 



1 9 6 



CO N m o Pd ' R> (CH *>r 



k m n chirality R 3 -(C^^CH^G-R^ 



1937 (ch^ch-^-chj- 2 2 1 



R 



"Ch^chQ 



1938 3r\ >-CH 2 - 2 2 1 



-ch 2 -n-c-^Jk C h 3 



1939 h 3 cohQ-ch 2 - 2 2 1 



-CH 2 -N-C-^J-CH 3 



1940 f^Q-ch 2 - 2 2 



1941 




CH 2 - 



2 2 1 



-CH^C-^J-CHj 
-CH 2 -N-C-( = }-CH3 



1942 ho-( n >-ch 2 - 2 2 1 



-CHjrW-C-^- CH 3 



1943 <^y_}~ CH 2- 2 2 1 



1944 



2 2 1 



H 



-CHz-N-C-^J^-CH, 



,8r 



-CH 2 -N-C-i^-CH 3 



1945 H3CS-\/-ch 2 - 2 2 1 



1946 h 3 cch 2 -(~Ych 2 - 2 2 1 



-CH 2 -N-C-^CH 3 



1947 



2 2 1 



H 



-CH 2 -^C-^-CH 3 



WO 01/10439 



PCT/J POO/05260 



Table 1.178 



1 9 7 



Compd. R V(CH 2 ) r 
No. R 2/ 21 



k m n chirality R 3 



-(CH 2 )^-f-(CH 2 )q-G-R 6 
R s 



1948 



1958 



CH 3 

H 3 C "C^" CH2 " 



CH 3 

1 949 H 3 c-{]y-CH 2 - 

H 3 C 



2 2 1 



2 2 1 



1950 o 2 N-d>-CH 2 - 2 2 1 



1951. h 3 c-hQhch 2 - 2 2 1 

1952 Br-^HCH 2 - 2 2 1 



1953 H 3 co-4 >-oi2- 2 2 1 



1954 F-Q-CH 2 - 2 2 



1955 p^ C H 2 - 2 2 1 



1956 ho-^-ch 2 - 2 2 1 



1957 p-y_)~ CH *~ 2 2 1 
o 




CH 



2-221 



H 



H 



H 



H 



-CH 



-CH 



-CH 2 -N-C-^^CH 3 
~CH 2 -N-C -^_)- CH 3 
-CH 2 -N-C-( = J-CH 3 

2 ~h" C ~W~ CH3 

-CH 2 -N-C F 
-CH 2 -N-C-^-F 
-CH 2 -N-C-( = )-F 
-CHj-N-C-^J-F 

-ch 2 -n-c-^JKf 



Br 



-ch 2 -n-c-^>-f 



WO 01/10439 



Table 1.179 



1 9 8 



PCT/JP00/05260 



C Z d ' £>< CH '>r 



k m n chirality R3 



1959 h 3 cs-{~)-ch 2 - 2 2 



1960 HjCchj-^^-chj- 2 2 1 



1961 



2 2 1 



ch 3 

1962 h 3 C-T1ch 2 - 2 2 1 



.CH, 




1963 H 3 c-^ )-ch 2 - 2 2 1 

H 3 C 



964 o 2 n-^^-chj- 2 2 1 



1 



1965 H3Ch( >-Ch 2 - 2 2 1 



1966 (CH^cH-Z'VcHy- 2 2 1 



1967 Br\ y-CM r 2 2 1 



1968 



1969 



H 3 CO-Q- 



CHa- 2 2 1 



CH 2 - 2 2 1 



H 



H 



H 



~(CH 2 ) 5 4-(CH 2 ) r G-RS 
R 5 



Br 



-CH 2 -N-?-^-p 

-CH 2 -J-£^-F 
-CH 2 -N-?-^- F 

~ CH *~j}" C "A == /"" F 
-CH 2 -N-C-^J>-F 



-CH rjT ?-0 
H 2 N 

-CH 2 -J-p 
H 2 N 



~ CH2 T C >=) 

H 2 N 



WO 01/10439 



PCT/J POO/05260 



1 9 9 



Table 1.180 



Compd. R '>-(CH 2 ) 
No. Pr 2| 



f~ k m n chirality R 3 



"(CH 2 ) r |-(CH 2 ) r G-R 6 
R 



1970 o-^^-ch 2 - 2 2 1 



1971 ^y~ CH 2~ 2 2 1 



1972 h 3 cs-^^-ch 2 - 2 2 1 



1973 h 3 cch 2 -{ V-ch,- 2 2 1 



1979 



1980 



CH 3 

^ h 3 c-<>ch 2 -. 2 2 1 



1975 o 2 n-^~^-ch 2 - 2 2 



1976 h 3 c-<\ >-ch 2 - 2 2 1 



1977 nc-hQ>-ch 2 - 2 2 1 



1978 (chjjCh-^-chj- 2 2 1 



ch 2 2 2 1 



ch 2 - 2 2 1 



H 



H 



H )=/ 
H 2 N 




-CH 2 -rvhC-<f x ) 

H ; 

9 

-CH 2 -jvhC- 

H 2 N 

~CH 2 -^L0 
H 2 N 

H 2 N 

H 2 N 

-ch 2 -n-c-0 

H 2 N 
H 

9 



h y=/ 

H 2 N 




-CH 2 -N-C- 



H 2 N 

-CH 2 -jvhC-0 
H 2 N 

- C H 2 -j*L^F 
H 2 N 

9 



-CHa-j^C-^V-F 
H 2 N 




WO 01/10439 
Table 1.181 



2 0 0 



PCT/JPOO/05260 




WO 01/10439 



PCT/JPOO/05260 



2 0 1 

Table 1.182 



C ° N m o Pd ' R2> (CH2) r k m n chira,it V R 3 -(CH^fCH^G-R 6 

R 



CH 3 



1992 u^-ZH-L- 2 2 1 H - CH2 -Jl-fi 



1995 nc-4 >-ch 3 - 2 2 1 



CH 3 

H 3 C-^-CH 2 - 



1998 >-ch 2 - 2 2 1 - H 



2001 ho-4 >-CH 2 - 2 2 1 - H 



2002 



H 2 N 



1993 0 2 N-<^-CH 2 - 2 2 1 - H -CH 2 -JvhC-^> 

1994 H 3 c-Qh-CH 2 - 2 2 1 - H -CH 2~[^ c ^O 

H 2 N 

I 



-CHo-N-C— ( 7 > 



H )=/ 



H 2 N 

1996 (ch 3 ) 2 chh^-ch 2 - 2 2 1 - H ~ CH2 ~i^ C ~"C3 



H 2 N 



H 3 C H 2 N 



1997 h 3 c-\ }-ch 2 - 2 2 1 - H -ch 2 -n-c- 




1999 h 3 cc^Qhch 2 - 2 2 1- H _ CH J._J^( 



2 H W 



2000 F<>CH 2 - 2 2 1 H -cH 2 -J-fS 



H \=/ 
CI 



9 



-CH 2 -N-C- 



r£> CHr 2 2 1 - H -cH 2 -^Lff 



H \=/ 



WO 01/10439 
Table 1.183 



2 0 2 



PCT/JP00/05260 



CO No 96 ' R 3>~ (CH2) i k m n chirality R 3 -(CH 2 )^(CH 2 )^G-R 6 
R 5 



2003 ryj-™*- 2 2 1 - H i? /C ' 



2004 h 3 cs-(\ >-ch 2 - 2 2 1 



2007 



2009 nc-<^~ch 2 - 2 2 1 



.CH 




3 



H 3 C 

2012 Br-Q-CH 2 - 2 2 1 



2013 h 3 C(><>-ch 2 - 2 2 1 



H 



- CH *-£f CH (3 



2005 H3CCH 2 -^y C H 2 - 2 2 1 - H '9 P ' 



-CH^N-C-^ 



2006 H 3 C-^CH 2 - 2 2 1 - H _ CHr ^ 

o 2 <vhQ^ch 2 - 2 2 1 h ff/-i Q 



CH 2 -N-C- ^ 



2008 HaC-^VcHj- 2 2 1 H 9 P 



-CH 2 -N-?-^ C 



2010 (CH 3 > 2 c»H(~}-chv 2 2 1 - H 9 ^ 



-CH 2 -N-C- w 



2011 H3(X(J-CH 2 - 2 2 1 H • 9 



-CH 2 -^C-^J-ci 



WO 01/10439 PCT/JPOO/05260 

2 0 3 



Table 1.18 4 


Compd. R V(CH 2 ) r 
No. Pr 2 ' 


k 


m n chirality 




(CH 2 )^(CH 2 ^G R 6 
R 5 


2014 HO-^-CH 2 - 


2 


2 1 


H 




2015 o-Q-ch 2 - 
o 


2 


2 1 


H 


-CHz-lvhC-^J-CI 


2016 ^^~ CH 2" 


2 


'21 


H 




2017 H 3 CS-^^-CH 2 - 


2 


2 1 


H 




2018 HjCCHj-^^-CHj- 


2 


2 1 


H 




2019 < jr^}~ ai r 


2 


2 1 


H 


-CHj-N-C-^^O 


,CH 3 

2020 H 3 C-0-CH 2 - 


2 


2 1 


H 


-CH 2 -N-C-^J-a 


2021 o 2 n-^^-ch 2 - 


2 


2 1 


H 


-CH 2 -f^C-H^J-CI 


2022 H 3 C-^-CH 2 - 


2 


2 1 


H 


-ch 2 -n-c-^Jh-ci 


2023 nc-^]^-CH 2 - 


2 


2 1 


H 


-CH 2 -N-C-^-CI 


2024 (CH,) 2 CH-^-CH r 


2 


2 1 


H 


-ch 2 -n-c-Q-q 



WO 01/1043!) 
Table 1.185 



2 0 4 



PCT/JP00/05260 



C NT d ' R ^ (CH2) < k m n chirality R 3 -(CHs^CH^G-R 6 
— • R 5 

CH 3 " ' ■ 

2025 h 3 C-0-ch 2 - 2 2 1 - H 
HjC 



H -CHj-N-C-^-Q 

2026 <^ 2 2,. „ .^t^a 



2031 



2032 



2034 



.Br 



2027 Br^>CH 2 - 2 2 1- H 



H )=/ 
H 2 N 



2028 ^ccmQ^-ch,- 2 2 1 H 



H >=/ 
H 2 N 



2029 ^ho^>ch 2 - 2 2 1- H -a*r»trf 



H >=/ 



2030 ^-y_/- CH r 2 2 1- H ~. ? 



H 2 N 



H >=/ 
H 2 N 



CP" 2 " 2 2 1. H -CH 2 -N-l0 Br 

2033 h 3 C<>CH 2 - 2 2 1 - H -CH 2 -^H0 

H 2 N 



o 2 n h Q-ch 2 - 2 2 1- h . -Qif-tttrC 



H )=/ 
H 2 N 



2035 H3CH(>CH r 2 2 1- h -CH r N-t0 



Br 



H 2 N 



WO 01/10439 



PCT/JP00/05260 



Table 1.186 



2 0 5 



Co ^P d - p3>( CH 2)r k m n chirality R 3 



~(CH 2 ) r }-(CH 2 )q-G-R 6 
R 5 



2038 



2036 NO-L}-CH r 2 2 1 




2037 H 3 c-y^-CH 2 - 2 2 1 

H 3 C 



F-Q-CH 2 



2 2 1 



H 



H 



-CH 2 -N-C-^J 
H 2 N 



-CH 2 -^C-f > 



Br 



H )==/ 
H 2 N 



9 



8r 



CH 2 -N-C^0 
H 2 N 



2039 h 3 c^1>-ch 2 - 2 2 1 



H 



-CH 2 -^C-<] 
H CN 



2040 h 3 C^^-CH 2 - 1 2 0 



H 



OH 



2041 H3C-4 >-ch 2 - 12 0 R 



H 



9 ? CH 3^=V 
-CH^C-CH-^j* 



H3Q CH 3 



2044 



2045 



2046 



2042 h 3 C-\>-ch 2 - 12 0 R 



2043 h 3 c-^jKCH 2 - 12 0 R 



CH 3 
CH 2 - 

CH 3 
CH 3 

^-CH 2 - 
CH 3 

3 

CH 2 - 
CH 3 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



-CH 2-N-O 



H 3 C 

9 /=< 




P 



-CH 2 -N-C 



CH 3 



CH 3 



-CHg-N-C-CH 



9 

-CHj-W-C- 



HI* 



/ CH ' 



WO 01/10439 



PCT/JP00/05260 



Table 1.187 



2047 



2048 



2049 



2050 



2051 



CH, 



CH 3 
CH, 



CH 3 
CH 3 



CH, 



2 0 6 



CH ?- 12 0 R 



1 2 0 R 



<*r 1 2 0 R 



Ij-CHi- 12 0 R 

H3 b— 1 2 ° r 



k m n chirality r 3 



'(CH 2 )pt-(CH 2 ^G-R 6 



CH jC H 5 



-CH ? - 



HN-^^-OCHzCHb 



-C Hj-n-c- 



CH 3 

CF, 



O /- r 3 
-CHa-N-C-Q 



2052 



2053 



2054 



2055 



2056 



2057 



^-CH 2 - 2 2 1 

OCH 2 CH 3 



Hjcq 

{^-chkj-^^-chj- 2 2 1 



2 2 1 



H 3 cq 

-CH r 2 2 1 

OH 

-CH r 2 2 1 

F 



Or 

C 
F 



2 2 1 



H 



-ch^LqLf 

H 2 N 




-CHz-N-C-f >-F 
H 2 N 

- CH 2- pJ— C— fJ^-F 
H 2 N 




-CH^N-C-^^-F 

9 




H 2 N 

-CHa-N-C-^J-F 
H,N 



WO 0.1/10439 



PCT/JPOO/05260 



2 0 7 



Table 1.188 



Compd. R '">(CH 2 ) r 
No. FT ' 



k m n chirality R 3 



"(CH 2 )i(CH 2 )^G-R 6 
R 5 



2058 



H3CO.OCH3 

Q-CH 2 - 



2 2 1 



2059 <C)-o-£)- c "r 2 2 1 



2060 



2061 



2062 



2063 



2064 



H3CO 

H 3 CCH^VcH 2 - 2 2 1 



OCH3 



F CH 3 




H 3 CC 
H 3 C-4J>-CH 2 - 
H3CO 

P-\3"CH 2 




2 2 1 



2 2 1 



2 2 1 



2 2 1 



H3CCH2O 

2065 H3CCH20-0-CH?- 2 2 1 



2066 



OCH 2 



:"0 



CH 2 - 



2 2 1 



H 



H 



H 



H 



H 



H 2 N 



9 




H 2 N 
H 2 N 



-CH2-N- 



-CH^N-C-f V-F 




H 2 N 

9. 




5 

H 2 N 



-CHz-N-C-fJ-F 



-CHg-N-C-f V F 
H 2 N 




_CH r N-C-^J-F 
H 2 N 





~ CHz "K"°~yJ~ F 

H 2 N 

-CHj-N-C-^ V F 
H,N 



2067 (wiaCHCHj-^^-cHr- 2 2 1 



2068 



2 2 1 



H 



-CH^C-f^-F 
H 2 N 



H.N 



WO 01/10439 



PCT/JP00/05260 



2 0 8 



Table 1.18 9 



C °™ P<1 n2^~( CH 2V~ k m n chirality R 3 



No. R' 



2069 



H 3 C 

H3CO ~0~ CH 



2 2 1 



2070 ^-CH a - 2 2 1 

OCH 3 



2071 H 3 CO-^_^-CH 2 - 2 2 1 
OCH, 



-(CHs^CH^G-R 6 



H 2 N 



P 




' Hr H" C "P"' 
H 2 N 

P 



-CHj-rj-C-f V-f 
H,N 




2072 (H.OjCHo-^^-cHj- 2 2 1 



2073 



2074 



2075 



o 



CH 2 o 



H3CI 



2 2 1 



2 2 1 



H3CO 

0-ch 2 - 2 2 1 

F 



2077 



2078 



2079 




CH 2 - 2 2 1 



OH 

HjCCH 2 C> OH 



CHr 



2 2 1 



2 2 1 




H 2 N 

9 




H 2 N 




-CHj-N-C-f >-F 
H 2 N 



9 




H 2 N 



P 



H 2 N 





-CHj-J^C-fV-F 
H 2 N 

-CH^-rj-C-^^F 
H 2 N 



FUN 



WO 01/10439 



PCT/JP00/05260 



2 0 9 



Table 1.190 



Compd. R V(CH 2 ) r k m n chiraiity R 3 
No. R 



"(CH 2 )p+-(CH 2 )5-G-R 6 
R 5 



2080 



2083 



2084 



2085 



2086 



2089 



HjCO-^^-CHj- 



2 2 1 



2081 H J^>-CH 2 - 2 2 1 



2082 h 3 co^ = >ch 2 - 2 2 1 



H 3 C( 

Hi 

Br 
H 3 C< 





ch 2 - 1 2 0 R 



ch 2 - 12 0 R 



h 3 co 



OH 



H,CO-<\ />"CH 2 - 



Cl 

HO-^^-CH 2 - 



12 0 R 



12 0 R 



2087 (h 3 c) 2 n-\ >-ch 2 - 1 2 0 R 



2088 (h 3 cch 2)? ^(^)-ch 2 - 12 0 R 



r 



1 2 0 R 



2090 O" 0 ^)^ 0 ^ 1 2 0 R 



H 



H 



H 



H 




H 2 N 

2 




h y=/ 

H 2 N 




HUN 



.CF, 



-CH^C- ^ 
H 2 N 



9 




,CF 3 



-CH^C ^ 
H 2 N 

H 2 N 



H 2 N 



,CF 3 



-CHa-N-C- 



H 2 N 




HUN 



H 2 N 



H 2 N 



WO 01/10439 



PCT/JP00/O5260 



2 1 0 



Table 1.191 



Compd. Rl 



No. 



k m n chirality r 3 



-(CH 2 )^(CH 2 )^G-R 6 
R 5 



2091 



J-CHr 2 2 1 



2092 o-Q)-ch 2 - 2 2 



2093 



/-CHr 2 2 1 



2094 a-Q-cH r 2 2 1 



2095 



CH 2 - 2 2 1 



2096 Ci-\J-CH r 2 2 1 



2097 



ch 2 - 2 2 1 



2098 o-^)-ch 2 - 2 2 

2099 0-^~^-ch 2 - 2 2 



2100 ci-<^-ch 2 - 2 2 



2101 



/-CH r 2 2 1 



H 



H 



( M 
-CH-N-C-f } 

CH; 



DCHzCHa 



CH2CH2SCH3 

(fl) 9 / OCH * CH 3 



C(CH 3 ) 3 

(fl O PCH 2 CH, 
-CH-N-C-/~\ 

CH 2C HgC H3 



CH 2~\ = 7 _CI 

O 



(fl C? / 0CH ^ CH 3 



CHjr-^J^-OCHa 

-fH-N-0-(J 
CH 2 -0-OCH 2 -(3 



WO 01/10439 



PCT/JPOO/05260 



2 1 1 



Table 1.19 2 



Cornpd. R V(CH 2 )r 
No. R 2/ 2 ' 



k m n chirality R 3 -(CH 2 )p-j— (CH 2 fc-G-R 6 



R 5 



2102 ci 



CH 2 - 2 2 1 



2103 0-hQ)-ch 2 - 2 2 1 

2104 ci-Qkch 2 - 2 2 1 



h 3 cooh 
2105 ^ CHj _ 2 2 1 



H3C.OH 

2106 O^H 2 - ^ 2 1 



2107 B VVch 2 - 2 2 1 



H 



H 



H 



OCH2CH3 



! h W 

H 3 C-dHOCH r 



< ) ? 



dH 2 CH r C-OCH 3 
6 R 



R 

OCH 2 CH 3 




H 2 N 
H 2 N 



p 



-CH2-r*-c- 




2108 



2109 



CH 3 



2 2 1 



2 2 1 



H 




H 2 N 



-CH2-N- 
H 




HoN 



2110 H3CCH2 Y5~cht 2 2 1 



H 




2111 



2 2 1 




2112 H 3 CCH^ jKCH 2 - 2 2 1 
H3CO 



H 



H 



H 2 N 



-CHjrN-C-^^-F 
H 2 N 



WO 01/10439 



PCT/JP00/05260 



2 1 2 



Table 1.19 3 



Cornpd. R; >(CH2) ._ 



k m n chirality # -(CH 2 )^(CH 2 fc-G-R 6 



2113 



2114 



H 2 N 

h 3 cc^Q- 



CHj- 



H 2 N 



2 2 1 



2 2 1 



2115 oh(^-ch 2 - 2 2 1 

2116 c-O - ™ 2 " 2 2 1 



2117 



2122 



CH 2 - 2 2 1 



2118 hc^-ch,- 



12 0 R 



OH 

2119 ho ^ CH3 . 1 2 0 R 



2120 b^-O-cht 1 2 0 R 



OCH 3 

2121 HcUTicH 2 - 12 0 R 





Ch-^ C H 2 ~ 1 2 0 R 



2123 ^\^-ch^ 12 0 R 

N0 7 



H 



H 



H- 



H 



H 



H 



H 2 N 
H 2 N 

/c> O OCH 2 CH 3 



ft 0 " w 



CH(CH 3 ) 2 



W I? 
— CH-N-C- 

! H W 

CH(CH 3 )CH 2 CH 3 



OCH 2 CH 3 



,OCH 2 CH 3 




9 W CF3 



H 2 N 

-CHj-N-C-fJ 
H 2 N 

-°*-n-o-£> 

H 2 N 



-CHj-N- 



H 2 N 




.CF, 



H 2 N 
H 2 N 



WO 01/10439 



PCT/J POO/05260 



2 1 3 



Table 1.194 



Compd. R V(CH 2 ) r 
No. R 2/ *' 



k m n chirality R 3 



-(CH 2 )pf-(CH 2 ) 5 -G-R 6 
R 5 



2124 



2127 



2128 



2130 



2131 



2132 



2133 



2134 



0 2 N 



CHr- 



1 2 O R 



0 2 N 

2125 ^cc^Q^ 1 2 0 R 



0 2 N 



2126 H3CH ^_ CH2 _ I 2 0 R 



rv 




f-CHr 12 0 R 

NH 2 



H 2 N 



H 3 CC^~)h- 



CHj- 



1 2 0 ' R 



H 2 N 



2129 H 3 c-r>CH 2 - 1 2 0 R 



CH, 



2 2 1 



ch 2 - 2 2 1 



H 2 N 



(H 3 C) 2 N 



CH 2 - 



12 0 R 



12 0 R 



r 




J^ch 2 - 12 0 R 

N(CH 3 ) 2 



H 



H 



H 



H 



-CHg-N-C- 




P F 3 



H 2 N 



-CHg-N-C- 

H >=/ 




CF 3 




,CF 3 



5? 




CF 3 



H 2 N 



H W 




CF 3 



H ? N 



9 

-CH^-rshC- 



9 J*" 




H 2 N 
H 2 N 



H 2 N 



CF 3 



CFo 



H 2 N 



9 



-CH2-N-C- 




H 2 N 



WO 01/10439 



Table 1.195 



PCT/JPOO/05260 



2 1 4 



C °Nc) Pd rZ^ 0 ^' k m n chiralily fp 



FT 



2135 



2137 



2138 



2139 



2140 



2141 



2142 



2143 



2144 



(H 3 C) 2 N 

HaCO-^/VcH^- 12 0 R 



(H 3 C) 2 N 

2136 >=\ 



H 3 C-^J)-CH 2 - 



CH, 



CH 3 
NH 2 



12 0 R 



1 2 0 R 



12 0 R 



CV 1 2 0 R 



CH, 



H 2 N 

HO-C\ ,>-CH 2 - 



H 2 N 



CH 2 - 



HW£-CH 3 
" O 



H 2 N 



H 3CO\ >-CH 2 - 



H 2 N 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2145 HcHrVa . 2 2 1 



-(CH 2 ) r K(CH 2 ) T G-R 6 
R 5 



-CH 2 -M-C-f 
H 2 N 




-CH^N-C^p 




.CF, 



£F 3 



H 2 N 
H 2 N 

-CH.-^C-^p 
H 2 N 




~CH2-f^C-^jKF 
H 2 N 



-CH r ^CHfVF 




-CHo-N-C-f V 
H 2 N 





~CH2-N-C--^^-F 
H 2 N 

H 2 N 

H 2 N 



WO 01/10439 



PCT/JP00/05260 



2 15 



Table 1.196 



Compd. R V(CH 2 ) r k m n chirality 
No. Ft 



R 3 -(CH 2 )p-l-(CH 2 fc-G-R 6 



2146 



2147 



2148 



2150 



2151 



2152 



2153 



2154 



2155 



2156 



rv 




/-ch 2 - 2 2 1 

NH 2 



9 

H 3 C-C-NH 



H 3 Ci 



9 

H3C-C-NH 



CH 2 - 



CH,- 



2 2 1 



2 2 1 



2149 HC-hw 1 2 ° R 



9 

HjC-C-NH 



12 0 R 



CIH-<\ J~CH 2 - 




ch 2 - 1 2 q 

HN-f-CH 3 
O 



9 

H3C-C-NH 
H3C1 



9 

H3C-0NH 



CH 2 - 



H 3 C-(v />-CH 2 - 



9 

HjC-C-NH 



H3 



9 

HjC-c-nh 



CH 2 - 



12 0 R 



12 0 R 



2 2 1 



2 2 1 




t° Hr 2 2 1 



HN-y-CHj 
O 



H 



H 



H 



H 



, CF 3 



-CH 2 -N-C-0 
H 2 N 

-CHz-N-C-^^-F 
H,N 



" CH ^it C- \=/ F 




-CH 



H 2 N 



P?3 



h y=y 

H 2 N 



-CH 2 -N-C— f N > 



P F 3 



H >==/ 
H 2 N 



9 



-CHo-N-C- 



PP3 



h y=y 

H 2 N 



H )=/ 
H 2 N 



-CH 2 -[shC-H0 
H 2 N 



-CH 2 -N-C-f > 



CF, 



H )==/ 
H 2 N 



-CH 



H 2 N 



CF 3 



9 

-CH 2 -N-C- 



0 cp3 

H 2 N 



WO 01/10439 



PCT/JP00/05260 



2 16 



Table 1.197 



Compd. k 



m n chirality 



2157 



2164 



2165 



2166 



HC KZ/ CH2 ~ 



12 0 R 



h 3 c-nh 

2158 hohK-ch,- 1 2 0 R 



H3ONH 

2159 H3CO^-CH 2 - 2 2 1 



H3C-NH 

2160 HO^>CH 2 - 2 2 1 



H3C-NH 

2161 4k 2 2 ' 



H3C-NH 

2162 h 3 cc^>ch 2 - 2 2 1 



H3C-NH 

2163 ho-^>ch 2 - 2 2 1 



,CH 3 
CH 2 - 



H 

(VcH 2 - 



CH 2 - 



12 0 R 



12 0 R 



12 0 R 




h 



2167 Vv.ki 12 0 R 

-CH 2 - 



H 



H 



H 



H 



'(CH 2 )^-(CH 2 )q-G-R 6 
R 5 



^ CFs 

-CH^N-C^P 
H 2 N 

H 2 N 



H 2 N 

9 



-CHz-N-C-<' VF 




H 2 N 



-CHjr-N-C-^' >-f 




H 2 N 

9 

-c- 

H 2 N 




JCF 3 



9 >^-< CF3 

H >=/ 
H 2 N 

-CH.-jJ-OnQ 
H 2 N 



-CHr-N-c-0 

H 2 N 



? 



-CH 2 -^CH^^ 
H 2 N 

£F 3 



-CH 2 -W-C 

H 2 N 



WO 01/10439 



PCT/JP00/05260 



2 1 7 



Table 1.198 



o1 

C °Nk» pd ' R 2^ (CH2)r k m n chiralit y 



R 5 -(CH 2 )i(CH 2 )q-G-R 6 
R 5 



2168 



2169 



2170 



2171 



2172 



2173 



2174 



2175 



2176 



2177 



2178 



C-OCH 3 
-CH r 
CH 3 
CH 3 



9 H- 

; ch 3 



"ft- 



CHj- 



3c t^ - 3 ■ 



c 



CH 3 



M=^ 0CH3 
H 3 COH~/-CH 2 - 




CH 2 - 



1 2 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 3 C 



H 3 C OH 

fQ-CH 2 - 1 2 0 
CH 2 OH 



P 



R 



12 0 R 



H 



H 



H 



H 



H 



H 



-CH^JJ-C-p 
H 2 N 



CF 3 



H 2 N 
H 2 N 



-CH*-N-C-f > 



p3 



H >=/ 
H 2 N 



H >=/ 
H 2 N 



-CH 2 -N-C-< / X ) 



CF 3 



H >==/ 



-CH 2 -N-C^f J 



PF 3 



H >=/ 
H 2 N 



9 




,CF 3 



-CH 2 -N-C- 

H >=/ 
H 2 N 



-CH 2 -N-C-H / X > 



H W 



-CH 2 -N-C-f ? 



r CF 3 



H )==/ 
H 2 N 



,CF 3 



H >==/ 
H 2 N 



WO 01/10439 

2 18 



PCT/JPOO/05260 



Table 1.19 9 



C °NT d ' R 2>~ (CH2) i k m n chirality r> -(CH 2 fcf 



(CH^CCH^G-R 6 
Fr 



2183 



2184 



2185 



h,c-c' 

o 




2179 TVch,- 1 2 0 R H - - -2 



H 



-CH^JC-p 



H 2 N 

2180 chhQ- ( ch 2)2 - 1 2 0 R h -ch 2 -n-c-0 ' 

H 2 N 



P F 3 



2181 H3Ca CX^- 1 2 0 R H -CH 2 -N-?-H0 C 

H 2 N 

2182 H3C V^ CH2 _ 1 2 0 R H -CH 2 -X0 

H 2 N 

^^-ch,- 1 2 0 R H -ch 2 -n£-0 

H 2 N 

^3~ ch 2- 2 2 1 h ~ ch? -^^^0- f 

H 2 N 

^)-CH 2 - .221 - h -CH r i-^ 



H )=/ 
H 2 N 



CF, 



2186 IV^-CH 2 - 2 2 1 - H "CH3-J-H0 

H 2 N 

2187 h^-ch,- 1 2 0 R H " CF3 




H 2 N 



2188 £Q_ ch ^ 2 2 1 - H - CH ^-0 

H2N 



CF 



3 



2189 S-Q^CH r 1 2 0 R H -<»r»C-0 



H 2 N 



WO 01/10439 



PCT/JP00/05260 



2 1 9 



Table 1.200 



Compd. r V (C h 2) k m n chiralj , 
No. Fr 



R 4 



-(CHaJr-f-iCH^G-R 6 



2190 



2191 



2192 



2193 



2194 



2195 



2196 



2197 



2198 



2200 




CH 2 - 



H 

4> 




CH, 



h 2 i> 

H 3 C^\ >-CH 2 



H 2 N 

o^Q-CHr 



H 3 C-NH 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



12 0 R 



H 3 C-NH 

^ 1 2 0. R 



H 3 CO-^-CH 2 -- 



H 3 C-NH 



CH 2 - 



12 0 R 



H 3 C-NH 

2199 H 3 ci>CH 2 - 2 2-1 



H3C-NH 



hH^CH r 



2 2 1 



H 



H 



H 



H 



H 



H 



H 




H 2 N 



CF 3 



9 



CF 3 




H 2 N 



CF 3 



H )=/ 



-CHo-N-C— f > 



, CF 3 



H )=/ 



P F 3 



-CH 2 -hhCH0 
H 2 N 

-CH^N-C-^J 
H 2 N 

H 2 N 



-CH 2 -N-0 

H 2 N 



-CH.-NHC- 
H 2 N 




CF 3 



WO 01/10439 



PCT/JP00/O5260 



2 2 0 



Table 1.201 



k m n chirality r 3 



2201 



2202 



2204 



2205 



2207 



2208 



2210 



2211 



H 3 C-NH 

H 3 C-^-CH 2 - 2 2 1 




W~ CH 2- 



12 0 R 



2203 r> J. \ ... 2 2 1 



/=<f CH3 
CHhQ-ch 2 - 



PH 3 



CH 2 - 



2 2 1 



2 2 1 



PH 3 

2206 HCV^-CH, 2 2 1 



,CH 3 
HC Kl)~ CH 2- 



HN-CH 3 



CH 2 - 



2 2 1 



2 2 1 



KN-CH 3 



2209 2 2 1 



H 



12 0 R 



2 2 1 



H 



H 



H 



H 



H 



H 



iCH 2 )^47(CH 2 )r-G-R 6 
R 5 



-CHr-N-CH^-F 
H 2 N 



-CH^-N-O 



H 2 N 



i? 




-CH^N-C-^-F 
H 2 N 

-CH.-J^C^p 
H 2 N 



P 




-CHj-M-C-^J-F 
H 2 N 

-CH 2 -N-C-Q 
H 2 N 



P 




-CHg-N-C-^J-F 
H 2 N 

9 - CF3 

-CH 2 -N-C- 



H 2 N 




H 2 N 
H 2 N 
H 2 N 



WO 01/10439 



PCT/J POO/05260 



2 2 1 



Table 1.202 



Compd. R V(CH 2 ) r 
No. Fr J 



k m n chirality R 3 



1CH 2 )^(CH^G-R 6 
R 5 



2212 



2213 



2214 



2215 



2216 



2217 



2222 



H 



H 2 N 

Ch-^Y-CH 



H 2 N 
H 3 C- 



:-£>CH 2 - 
H 3 C-HN 

d-^3~CH 2 - 

PH 3 



2 2 1 



2 2 1 



2 2 1 



12 0 R 



I y-CHj- 1 2 0 . R 

H3CCH2 £j 



P 



H3C0-C 

HaCH >-CH 2 - 
CH 3 



12 0 R 



2218 0-£])-CH 2 - 12 0 R 



2219 ci 



H-^-CH r 1 2 0 . R 



2220 ck^Q-ch 2 - 12 0 R 



2221 Ci 



:w(3-CH 2 - 



12 0 R 



H3 ° CH 3 



,C0 2 CH 3 

ch 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



-CHz-N- 




h y=/ 

H 2 N 



,CF 3 



-CH 2 -N-C-f } 



h y=y 

H 2 N 



H 2 N 



-CH 2 -fshC-f > 



CF 3 



H >=/ 
H 2 N 



CF 3 



-CH.-N-C-^ 
H 2 N 

-CH^fj-twp 
H 2 N 



-CH 2 -N- 
H 



HN 



__pf» 



"IhrO 



-ch?-n- 



CH(CH 3 ) 2 



-CHj "h 



HIM 

o 1 



-CH 2 -N-C-^ 
H 2 N 



WO 01/10439 



2 2 2 



Table 1.203 



PCT/JPOO/05260 



Compd. R, \, ru 
No. rZ^ [ 2) > k m n chirality rs 



2223 chhQ-ch 2 - 1 2 0 R 

2224 ci-^Q-ch 2 - 1 2 0 R 



2225 ci-Q^ch 2 - 1 2 0 



2226 



h 3 c, 



CI 



CH ;r 1 2 0 R 



CH, 



2227 Ch-fVcH 2 - 12 0 R 



2228 o-<Qkch 2 - 12 0 



2229 



2230 



2231 



r 




CV 12 0 R 

CH 3 
. CH 3 

H 3 CCH 2 -^J^-CH 2 - 12 0 R 



.CH, 



H3CO-& ^-CH 2 - 



12 0 R 



H 3 C 

2232 h 3 cchQ-ch 2 - 1 2 0 R 



2233 



CH r 

0$ 



12 0 R 



H 



R H 



H 



H 



H 



R 4 

-(CH 2 )p-f-(CH 2 )^G-R 6 
R 5 



P /7 

~CH 2 -N-C-f kt 
H NfN 




uH3 



CH 



H >N 




CF 3 



-CH2-N-0-O 



-CH J -N-(^ 



H 2 N 

F 3 



dF"frO~ N < cH ^ 



IhrO 



-CH 2 -N-C-/~^ 



cf 3 



p ,OCF 3 



H >=/ 
H 2 N 

-CH 2 -N-C-Q 
H 2 N 

-CH r N-C-Q 



H 2 N 



PCF, 



"CH r N-t0 

jj) y CF 3 

-CH2-I^C-/^J> 
H 2 N 



WO 01/10439 



2 2 3 



PCT/J POO/05260 



Table 1.204 



i k m n chirality 



"(CH^tCH^G-R 6 



2234 



2235 



2236 



2237 



2238 



2239 



2240 



2241 



2242 



U1; 



pH 2 - 
CH 3 

H 



CH 2 - 



H 

CH 2 - 



CH 2 - 



H 

CH 2 - 

N 

CH 3 



CH; 



CH 2 - 
CH 3 

H 




CH 3 



H 
CH 2 - 

H 



1 2 0 R 



12 0 R 



12 0 R 



12 0 R 



1 2 0 R 



12 0 R 



12 0 R 



12 0 R 



1 2 0 R 



2243 (h 3 Q) 2 n-(>-ch 2 - 12 0 R 



2244 




1 2 0 R 



H 



H 



H 



H 



H 



H 



H 2 N 



9 W° CFa 

-CH 2 -N-C-Q 
H,N 



H 2 N 



OCF 3 



H 2 N 



.OCFo 



H 2 N 



PCFo 



>CH 2 -N-C-^0 
H 2 N 

-CH 2 -N-0-^J 
H 2 N 



-CH 



H 2 N 



-CH 2 -^?-0 
H 2 N 



PC F a 



H 2 N 



PCF, 



WO 01/10439 



PCT/JPOO/05260 



2 2 4 



Table 1.205 



Compd. Rlv v-frH >- 
No. R 2 ^ { 2 'i k m n chirality R* 



-(CHaJjrf-fCH^G-R 6 



R 5 



2245 ^cVL 



^>CH r 



12 0 R 



2246 HjCch/V 



^b-CH r 1 2 0 R 



2247 (H3C)2ckV' 



9 * 



H 2 N 

f? *** 



-CHr-N-C-^ 
H 2 N 

-CHa-N-C-fj 



2248 



2249 



2250 



2251 



2252 



2253 



2254 



2255 



H 2 N 



12 0 R 



H 3 CO-^)-CH 2 - 12 0 R 



H 2 N 

HO ~t)~ CH * 



H 2 N 



CH 2 



pHr 

H 



F / CH2_ 
H 

•"of 



H 

CH 2 - 



12 0 R 



1 2 0 R 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



H 



H 



H 



H 



-CH 2 -N-C-H0 
H 2 N 



PCF, 



PCF, 



-CH 2 -N-C-0 
H 2 N 

p / 0CF 3 

-CH^C-Q 
H 2 N 



— CH 2 -N-C- 




OCR 



H 2 N 



P ' CF3 



-ch^ch0 

H 2 N 



,CF, 



- CH ^ C yj 

H 2 N 



H 2 N 



~ CH ^H C ~0 



WO 01/10439 



2 2 5 



PCT/JPOO/05260 




WO 01/10439 



2 2 6 



PCT/JP00/05260 



Table 1.207 



Compd. Rl \_rrH ^- 
No. R 2/ ^ 1 2 'j k m n chiralily rs 



2267 Ay^- 2 2 1 



2268 a-^-av 2 2 1 



2269 HsCS-Q-chj- 2 2 



ci 



2270 



2271 



C^QK CHr 2 2 1 



Ch-{3-CH 2 - 2 2 1 



2272 H 3 CS-Q- CH,- 2 2 1 



2273 




CH 2 - 2 2 1 



2274 h 3 cs-Q-ch 2 - 2 2 1 



2275 



2 2 1 



2276 Ci 



*-O" 0H ^ 2 2 1 



2277 h 3 cs-Q>-ch 2 - 2 2 1 



H 



H 



1CH 2 )p4-(CH 2 fc-G-R 6 
R 5 



-rH c -t> a 

CH 3 

-jh-n-chQkc, 



-fH-N-cnQ-a 

CH, 



(S) 9 

-CH-N-C- 
| H H 
CH 3 



CH 3 
CH, 



-JH-N-C-H^J-ci 
CH(CH 3 ) 2 



-ch-n-chQ-q 

CH(CH 3 ) 2 

( ? ■ /=\ 
CH(CH 3 ) 2 

CH(CH 3 ) 2 

CH(CH 3 ) 2 



WO 01/10439 



PCT/J POO/05260 



Table 1.208 



2 2 7 



C N m o Pd ' R2> (CH2) r k m n chirality 



~(CH 2 ) r h(CH 2 ) r G-R 6 
R 5 



2278 



2279 



2280 




f \V_cH r . 1 2 0 R 



cmQ- 



CH 2 - 12 0 R 



1 2 0 S 



2281 h 3 cs-hQ^ch 2 - 12 0 S 

2282 ct-Q>-CH 2 - 2 2 1 



2283 h 3 cs-Q>-ch 2 - 2 2 



2284 c ^y cH2 _ 2 2 1 



2285 O-Qhov 2 2 1 

2286 h 3 cs-h^-ch 2 - 2 2 1 



2287 a-^-CH r 2 2 



H 



H 



H 



H 



H 



H 



H 



CH 3 H 2 N 



CH 3 H 2 N 



1 H >=/ 

CH 3 H 2 N 

-fH-N-C-Q 
CH 3 H 2 N 

CH 3 H 2 N 

-CH-N-C-f > 
i H >=/ 
CH 3 H 2 N 

-CH-N-C-f > 
I H \=< 
CH(CH 3 ) 2 CF 3 

NH, 

CH{CH 3 ) 2 CF 3 
NHo 

— CH-N-C-f ^ 
CH(CH 3 ) 2 CF 3 

CH(CH 3 ) 2 



2288 H 3 c 



CHz- 2 2 1 



-CH-N-C-Q-a 
(CH 2 ) 2 CONH 2 



WO 01/10439 



PCT/JPOO/05260 



2 2 8 



Table 1.209 



Compd. R V^rH w 
No. R 2^ (CH 2)j 



k m n chirality R 3 



R 4 

-(CH 2 ^(CH 2 )5-G-R 6 
R 5 



0-^-CH r 



2289 „ }~\ 2 2 1 



2290 



2291 



q 



o-Q-CH r 2 2 1 



CH r 2 2 1 



2292 h 3 CS-h(>-ch 2 - 2 2 1 



2293 



o-Q-OH r 2 2 1 



2294 <>-{j)~ CH:r 2 2 



H 



H 



H 



(CH 2 ) 2 CONH 2 



(5) 9 



.CI 



CH 2 OH 

CH 2 OH 

-JH-^C-^CI 
CH 2 OH 

CH 2 OH 
CH 2 OH 



2295 H 3 cs-Qh-CH 2 - 2 2 1 



CH 2 OH 



2296 




12 0 R 



2297 H 3 CS-(}-CH 2 - 12 0 R 



2298 „. C !H .... 12 0 R 



H 



H 



~f^H C ~W~ cl 



CI 



(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 



2299 h 3 cs-Q-ch 2 - 12 0 R 



H 



(S) 0 



II /=\ 



(CH 2 ) 2 S0 2 CH 3 



WO 01/10439 



PCT/JP00/05260 



2 2 9 



Table 1.210 



R 1 R 
C °N m o Pd ' R 2> (CH2) r k m n chirality R 3 -(CH^tCH^G-R 6 



2300 CH^^CH r 1 2 0 S 



2301 



1 2 0 S 



2302 o>y C H r 1 2 0 R 



2303 a-^y-CH?- 12 0 R 

2304 H 3 cs-^^CH^ 12 0 R 



2305 



a— ^^-ch 2 



12 0 S 



2306 . H 3 c 



2307 



ch 2 - 1 2 0 S 



CH 2 - 12 0 R 



2308 h 3 cs-^~^-ch 2 - 12 0 R 



2309 Ch !^ eHr 1 2 0 S 



2310 o-(3-ch 2 - 1 2 0 S 



H 



H 



H 



H 



H 



H 



H 



H 



H 



(CH 2 ) 2 S0 2 CH3 
-<j)H-J|C-^J)-CI 



CI 



-<j)H-N-<> 
(CH 2 ) 2 S0 2 CH 3 

(S) 9 J-\ 

(CH2) 2 S0 2 CH 3 CF 3 
(CH 2 ) 2 S0 2 CH3 CF 3 

I H M 

(CH^zSOzCHs CF 3 



(S) 

-CH-N-C- , 
1 H \=< 

(CH 2 ) 2 S0 2 CH 3 CF 3 

— CH-N-C-f J 

I H M 

(CH 2 ) 2 S0 2 CH 3 CF 3 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 



WO 01/10439 



2 3 0 



PCT/JPOO/05260 



Table 1.21 1 



m n chirality r 3 



2311 h 3 cs-^-ch 2 - 1 2 0 S 

2312 h 3 cs-0-ch 2 - 12 0 R 



2313 



2315 



2316 



2317 



2319 



2320 



12 0 R 



2314 h 3 cs-^~)-ch 2 - 1 2 0 S 



>-ch 2 - 2 2 1 



a " H 0~ CH ^ 1 2 0 



2 2 1 



2 2 1 



C *~©-C"r 2 2 1 



2321 h 3 c 



ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



2318 c^y C Hr 1 2 0 R 



H 



H 



H 



-(CH 2 )i(CH 2 )^G-R 6 
R 5 



(CH 2 ) 2 S0 2 CH 3 
CH 3 H 2 N 
CH 3 

(S> » /=\ 
CH 3 

-JH-N-C-^J-CI 



(S) j? 
-^H-N-C- 

CH(CH 3 ) 2 
(CH 2 ) 2 S0 2 CH 3 CF 3 
CHaOH CF 3 
(CH 2 ) 2 S0 2 CH 3 
CH(CH 3 ) 2 
CH(CH 3 ) 2 
CH(CH 3 ) 2 



WO 01/10439 



PCT/JPOO/05260 



2 3 1 



Table 1.212 



c °NT d ' r2^ (CH2) " k m n chirali, y R3 



"(CHa^CH^G-R 6 



2322 



2324 



2325 



CI 



CH-^J-CHj- 



Ay- 
Ay 



2 2 1 



2323 h 3 cs-\>-ch 2 - 2 2 1 



2 2 1 



12 0 R 



H 



H 



H 



H 



(S) if — 

CH(CH 3 ) 2 
(S) .? /=v 

CH(CH 3 ) 2 

I H >=/ 

CH 3 H 2 N 

(S) f /=\ 
CH, 



2326 ci-Q-CH r . 12 0 R 



H 



CH 3 



2327 h 3 csH^^ch 2 - 12 0 R 



H 



CH 3 



2332 




2328 „ 1 2 0 S 



2329 Cf^Q^CH r 1 2 0 S 

2330 H 3 CS-^^-CHy- 1 2 0 S 



2331 ci-Q^ch 2 - 1 2 0 S 



■CHjr 12 0 R 



H 



H 



H 



H 



( 5 > if /=v 
CH 3 

(S) P /=v 
CH 3 

-f^fKJ 

CH 3 

CH 3 H 2 N 



-ch-n-chQ-ci 

(CH 2 ) 2 S0 2 CH 3 



WO 01/10439 



PCT/JP00/O5260 



2 3 2 



Table 1.213 



m n chirality r 3 



2333 ci-^-ch 



<r 1 2 0 R 



2334 



2335 



CHr 1 2 0 S 




CH 2 - 



12 0 S 



2336 a-Q-cH 



2337 H 3 c 



2- 1 2 0 S 



CHj- 1 2 0 S 



2338 h 3 cs-Qk C h 2 - 2 2 1 

2339 Ch-^-cH 2 - 2 2 1 



2340 h 3 cs-(~)^ch 2 - 2 2 1 



2341 



a-Q-CH 2 - 2 2 1 



2342 h 3 cs-<)-ch 2 - 2 2 1 



2343 



cmQ^ov 2 2 1 



H 



H 



"(C^^CH^G-R 6 
R 



(CH 2 ) 2 S0 2 CH 3 

-JH-N-CH^jKCI 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 



(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 CONH 2 

-CH-N-C— f ^ 
| H \=( 

(CH 2 ) 2 CONH 2 CF 3 

1 H \=( 

(CH 2 ) 2 CONH 2 CF 3 

i H \=< 

CH 2 OH CP, 



(S) 

-CH-N-C-. 
I H \=( 
CH 2 OH CF 3 

(CH 2 ) 2 CONH 2 
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Table 1.214 



2 3 3 



C °M m n Pd - o2>( CH 2>r k m n chirality R* 



FT 



No. R 



-(CHa^CH^G-R 6 
R 5 



2344 Ch-Q-CH 2 - 2 2 1 

2345 Ch-Q-CH 2 - 2 2 1 



2346 



2348 



2350 



2351 



2352 



2353 



2354 



2 2 1 




2347 1 2 0 S 



CH;r 



12 0 R 



2349 F-^^-CHr 12 0 R 




CH 2 



12 0 R 



1 2 0 R 



2 2 1 



2 2 1 



1 2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



(CH 2 ) 2 CONH 2 

(CH 2 ) 2 CONH 2 
NH 2 

— CH-N-C— f 5 
1 H \=( 
(CH 2 ) 2 CONH 2 CF 3 

CH 3 

-(jJH-^C-^J-CI 
(CH 2 ) 2 S0 2 CH 3 

"f l+ [t c "w- ci 

(CH 2 ) 2 SO z CH 3 



-Cht-N-C-^^-CI 
(CH 2 ) 2 S0 2 CH 3 



(S) ff _^K" 
(CH 2 ) 2 S0 2 CH 3 

( ? E /=\ 
CH 3 

CH 3 

(CH 2 ) 2 S0 2 CH 3 
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Table 1.215 



k m n chirality r 3 



2355 



2356 



2357 



:mQ-ch 2 - 1 2 0 R 




12 0 R 




CH 2 - 12 0 R 



C^>CH 2 - 



2358 .... // \ . 12 0 R 



2359 




CH 2 - 



12 0 R 



2360 „ /A 12 0 R 



2361 



2362 



2363 



2364 



2365 



a-Q-CHr 1 2 0 R 



Ay 

Ay 



CH, 



CHj- 



12 0 R 



2 2 1 



2 2 1 



2 2 1 



H 



H 



H 



"(CH 2 ) F | r (CH 2 ) r G-R 6 



R 5 



(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 CI 

(CH 2 ) 2 S0 2 CH 3 

-JH-N-C-Q^CH 3 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH3 

.-frr-irO 

(CH 2 ) 2 S0 2 CH 3 

T{r°-irv> a 

(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 



CH 3 




CI 




CH 3 

(S) o / 
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Table 1.216 




CH 3 
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2 3 6 



Table 1.217 



Compd. r Swph i- 
No. R ^ (CH 2)j 



k m n chirality r 3 



2377 



2378 



2379 



2380 



2381 



2382 



2383 



F-<Q^CH r 2 2 1 




/^ch 2 - 2 2 1 



Ay 



CH 2 - 



C^>CH 2 - 
C^>CH 2 - 
CH-^-CH 2 - 
<»-£>CH r 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



CL ,CI 




2384 1 2 0 R 



2385 



2386 



2387 



Ch-£5-CH 2 - 




CH,- 



CH 2 - 



12 0 R 



1 2 0 R 



1 2 0 R 



~(CH 2 )p-f-(CH 2 ^G-R 6 
R 5 



H 



H 



H 



CH 3 



Br 



CH 3 H 2 N 
CH 3 H 2 N 

CH 3 HO 

-CH-N-C-^J-OH 
CH 3 

<«> f 

-CH-^C-^CH^ 
CH 3 

(CH 2 ) 2 S0 2 CH 3 



.a 



-CH-N-C-Q-c, 
(CH 2 ) 2 S0 2 CH 3 



P 



(CH 2 )jS0 2 CH 3 



-JH-N-C-^J-a 
(CH 2 ) 2 S0 2 CH 3 
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Table 1.218 



2 3 7 



Compd. R^ (0H2)r 



k m n chirality R 3 



fir 



-(CH 2 )^-f-(CH 2 )5-G-R 6 
R 5 



2388 



2391 



2392 



2393 



2394 



2396 



r 



1 2 0 



r 

2389 (J^ch 2 - 1 2 0 R 

2390 o_^)-CH r 1 2 0 R 



Ch-^^-CH 2 - 



CH 2 - 



CH 2 - 



Ck 



Ay< 



12 0 R 



12 0 R 



12 0 R 



2 2 1 



2395 c^y cHjr 2 2 1 



Ch _£y CHr 2 2 1 



2397 Ch _/-y cHj _ 2 2 1 



2398 o^-cht 2 2 1 



H 



H 



H 



-^ch(Jm:i 

(CH 2 ) 2 S0 2 CH 3 



.CI 



(CH 2 ) 2 S0 2 CH 3 



(CH 2 ) 2 S0 2 CH 3 Br 
NH 2 

— CH-N-C-f ^ 
I H \=< 
(CH 2 ) 2 S0 2 CH 3 CI 

NH 2 

— CH-N-C-f ^ 
i H W 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH3 

-JH-N-C-Q-CI 
(CH 2 ) 2 SCH 3 

CH 2 OCH 2 Ph 

(S) Iff 
(CH 2 )„NH 2 

H 
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Table 1.219 



2399 



2401 



2402 



2403 



2404 



Ay 



CH-j 



2 2 1 



2400 JVy 2 2 1 



>-^>CH 2 - 



CH 2 - 



-0-CH r 



2 2 1 



2 2 1 



2 2 1 



2 2 1 




2405 -^ CH2 _ 2 2 1 




2406 f~\ 



2407 




CH r 



CH 2 - 



2 2 1 



2 2 1 



2408 



H 3 CS02-<Q>-CH r 2 2 



m n chirality R 3 



2409 h,co 2 c-Q-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



-(CH 2 )p-f-(CH 2 )5-G-R 6 
R 5 



-rH c -O ci 

^^OCH 2 Ph 



-CH-N-I 



H 2 C. 



-JH-N-C-H^J-ci 



CH 2 OH 



CH 2 OH 



(S) §> 
CH 2 OH 

CH 2 OH 

-JH-N-C-^J-CI 
CH 2 OH 

-JH-N-C-hQ-c. 
CH 2 OH 

-fH-N-c^Q-a 

CH 2 OH 
CH 2 OH 
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Table 1.220 



C °N m o Pd ' R 2^ (CH2) ~ k m n chirality R» -(CH 2 )^(CH 2 ^G-R 6 

R 



2413 



2414 



2415 



2417 



2418 



2419 



2420 



2410 o-hQkch,- 2 2 1 



2411 c ^y c „ 2 - 2 2 1 



2412 




CH 2 - 



Cl— ^^-CH 2 - 



Ay 



CH 2 - 



CH 2 - 



Ch^>CHr 




CH 2 - 



Ch-^^-CH 2 - 
Ch-^CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2416 c^>CH r 2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



(S) ° CI V- X 

CH 2 OH 

-fH-N-C^Q 
CH 2 OH 

CH 2 OH 

-CH-hHC-N^-oCHa 
CH 2 OH 

CH 2 OH 

CH 3 

~ CH "K" C "{T^-/ °° H3 

CH 3 



PH 3 



CH 3 

~JH-N-C-NH^>CH 3 
CH 3 



.CI 



CH 3 



CH 3 
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2 4 0 



Table 1.2 21 

°7o pd > CH *T 



k m n chirality 



fl 4 



2421 



2422 



2424 



2425 



2427 



2428 



C^>CH 2 



2 2 1 



C^Q^ch 2 - 1 2 0 R 



2423 J>A 12 0 R 




CH 2 - 



CH 2 - 



12 0 R 



12 0 R 



2426 „ M ... 12 0 R 



CH 2 - 



Ch^>CH 2 - 



12 0 R 



12 0 R 



H 



H 



H 



H 



1CH 2 )p-f-(CH 2 )q-G-R 6 
R 5 



(S) ? /=\ 

CH 3 



.OCH, 



OCH 3 



,CH, 



(CH 2 ) 2 S0 2 CH 3 
(S) S 

(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 

(S) ? /=\ 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 

(S) ? /=\ 
(CH 2 ) 2 S0 2 CH 3 

<S) ^ /=\ 
(CH 2 ) 2 S0 2 CH 3 



10 



25 



WO 01/10439 PCT/JP00/05260 

2 4 1 

, ftfb*3RK, fiiftSc, U>». KBftft -7 K>». £x> 

SSK, *f8W»c*^Ttt» WAtfatfffci- (4-^dd^>>?;u) -i-* 
5 1 ;i/-4- [ {N- (S-h^y^a^j^y^ji) *f\)*,)\,\ 7?/^ f 

ens. nn-c, 7^*;u*tuxtt, «Atf*?-;k x^;k n-yn^, n 
-y^;k n-^>5 1 ;i/. n-'N+^jk n-^y^k /7-^-^^;k -rv^p 

tfJk -fV^Jk sec-7'fik fer f-7f;k -f7^>3^k *;t^> 

^;k ;erf-^>^;k 2-^;i^>5P;k l -x^y^S^fji^A 

7>^^^A»-f*>©»|fe-r^->©ffii^#:^tUTtt, 7y{fc 

15 

±Ea ( i ) Ttsnsft^jjtt;- sk&hiwo 992568 s^ny-y k? h 

20 D6j3c*riBT*'*. 
(£££££ 1 ) 
TES (II) 



(CH 2 ) k 

>— (CH 2 ) r N V-(CH 2 ) n -NH (II) 



R 1 /v— 2^ 

r2 w y 



Kf> R 1 - R 2 « R 3 « J - k» m. *«fctfntt, ±ESC (I) fcfcttfc-en-ett 
30 OS«i|S|i;T*S. ] 

TSSftSffcfcfolSfti:. TIBS (III) 



WO 01/10439 



2 4 2 



PCT/JP00/O5260 




[it*. R\ R 5 , R 6 , G. p. *J:tf Q tt % ±Ba (i) fc*»t**ft*n©36 
fctHtfT**. ] 

±E3 (III) T*j*ft*;&;n?>«© rg^ftsi^j ttt , *M.fcJ*Any> 

M '^^ (EDCISfcttWSC) . *;U#=;U5?-f5yy-;p (CD I) , 
W-kKD^^W5K(HOSu) , /V-bKD^>y h ,J7^ 
(hob t ) . ^>Vb07V~)V-i-^)^^ h , JX (t -nuv/-;w * 

X*-r>A AW7MD^7i-h (PyBOP) . 2- '\lH-*>*/b 
U7l/-*-l-w,» -l, 1. 3 , 3-fh5>Wp=W 
MD ^ 71 "^ (HBTU) . 2- (i//-^>v/hU7'/-Jl,-l-<;W 
-1, 1, 3, 3-fh7/WDZ^A fh77^D#U-h (TBTU 
) , 2- (5 -/;l^*>-2, 3-y*M*W5F) -1, 1, 3, 3- 
xh^f^D^A 7^77MD#l,-t> (TNTU) . O- (N—~*ft7 

->-5v;W -i, i, 3 , 3-fh7^;wa^A fh77WD#u- 

h (TSTU) . (tDiJy;) M^WD** 

7l ' h (Pysrop) 
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2 4 3 



TIE it (IV) 



)-(CH 2 )-X 



(IV) 



10 R', R 2 , &=ktfj«, ±!Eit (I) K^t3^tt^n©£si<tRi;-C& 



20 R 3 , R 4 > R 5 , R 6 , G> k, m, iu - p, &<ktfqte, ifg^ ( i ) £ 

TSSftSfl^O. 1-10 StJIitIT, Sfcttill#ftTCB5$t^u 

±fBit (IV) (ZiJ^T. XteAO^lK^ 7 )l*)l*)\,*-)l**ism. 7U 

30 a^m^*5fsb<^tf e>n-s. 7;u^x;i/^n/i'7f=iFvScDifji7 l c j:s : ^ 



(CH 2 ) k , 




(CH 2 ), 



WO 01/1043!) 

PCT/JP00/05260 

2 4 4 

(SSS3) 
TESC (VI) 



>— (CH 2 )j.-CHO 
R 2 



*tz\t, (VII) 



(VI) 



R'-CHO (VII) 
[it*, R'tt. ±E3 (I) fc*ft*R>O3EHtRii;T»0. j«0*«f»& 
T«$tl6 7;UxfcHlS»t. ±ESt (V) T«3ft 4 Mo. 1 - 1 0 S* 

***E*tt. -»ks5cM7s ;<tzfctmm, M7tmtLT\t. /t^y 

*«k'Jf^7A5=W, ******* h USA. ->7/ 7 Jc* { fc*^ h 
U *A, h U 7-fe h*->**fl:*ir*^ h -J *Afc£®****ftft* > 
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2 4 5 



TEit (VIII) 



(CH 2 ) k 




O 



>— (CH 2 )j-N 



It 



(CH 2 ), 



(CH 2 ) n -N-C-(CH 2 ) p - 
R 3 • 



(CH 2 ) q -NH 
R 7 



(VIE) 



10 



15 



20 



25 



Kf". R"> R 2 , R 3 > R\ R\ R 7 > j, k, m, n. p, *J;tfqtt. ±E 

it (i) iz&tf&Jtn^tKDjzmtmw&z. ] 

TS^n^lilSii, TE3 (IX) 



K*, R 6 te, ±ffiit (I) t*ttSR 8 ©3t«i:|?n;T*0, Ate#;i,*-;i,s 
±E3t (IX) TS*n**Jl'7H>K*fcfi^jp*>K©SJCttfil#'*ttt, 0J;L 

(Sii& 5) 

±E5$ (VIII) TS$ft3{fc£^l^M<b, TESt (X) 

Z = C = N-R 6 (X) 
Kt". R 6 «±Eit (I) fI&tf£R 6 <7)£ii£|5|i;T&0> Zttlfc*K?$]fctt 



WO 01/10439 
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2 4 6 

t * \mm&&T £ -a- s d £ k £ s §?ig^£ o . 
mmm 6 ) 

TfSit (XI) 



5 



10 



R 1 / (CH2)k \ O R 



>-(CH 2 )-N }-(CH 2 ) n -N-C-(CH 2 ) p — j-(CH 2 ) q -A-OH (XI) 



r2 R 3 R 5 



R '> R 2 . R«. R«, R^. j. k> m , n> p , ^ qfJ> ±gEit ( 



15 R 6 -NH 2 (XII) 

CoS*. R B tt. ±Ezt (I) KSttSR'OfcHtEi;-?**. ] 

20 ±E8»ttld:PI«<0BUc^ «** *fcaatt*m»^ <B 

±E«Kfel-6fc*ir»T, *£*fc«T<5M#. HUc*****^** 

25 i,**. ftwsiflafStiiirJTiiwtiEfcao, moit^^^^t 



WO 01/10439 PCT/JPOO/05260 

2 4 7 

or^b i o o<c©$ggi-c&<5„ 5^tc7^. mm^, Stzttm 

gM<h-rs±iBit (i) t?^$n*si^7 5 >fc€r**JMrr*i:£a<T**. * 



mmt. Tabiei. i-i. 221 iz&^Tftmtz&fcmt Lxmtfrcit&m 

\Ztt£ntzit&<fo&n (Compd. No. ) fc*tf£l/TH*. 

1 ] (R) -1- (4-»OD^>yJ|/) -3- [ {N- (3, 4-/7 
20 ;t^n^>7V;k *f*)z/)V) 7573 tfg'jy> (jb£4fr#f_6_9) ©£•£ 

*§8i©ft^tt«W0 9 9 2 5 6 8 6^>7l/y hfEit©»iij*t«fcO-&idcL 
0HAtfffc-&#l#-fJ6 9® (R) -1- {A-9UU1>-JM -3- [ {N 
- (3, A-'JV)V-tUK>^^)V) ^|J->JH 757] tf o U ^>tttTF©<fc 5 

25 

1) 3-757-1- (4-:7aD^>v^) 'J • _jfig£16 

(4. 15g. 2 5, 8mmol) i/-Pr 2 NE 
t (6. 67g, 51. 6mmol) *, 3- { ( t e r t -7h*isD)lX=.)l 
) 75 7} (fD'Jv> (4. 8lg, 2 5. 8mmo 1 ) ODMFjgjK (5 OmL 
30 . ) KJ0*fc. R£«£tt*7 01CT1 5ttlU&#U II^»±Ti:iSLfc„ S 
l£S (CH 3 CN, 5 OmL) tiOBWtTSS- I (t e r t -7*h*v#Jl/# 



10 



WO 01/10439 

PCT/JPOO/05260 

2 4 8 

-A) 7$;} -1- tfn>J^> ( 6 . 43g> 8 0%) 

&M&&mftk LT#fc : 

1 H — NMR (CDC 1 3 , 300MHz) 6 

1.37 (s, 9 H), 1.5-1.7 (br, 1 H), 2.1-2.4 (m, 2 H), 2.5-2.7 (m, 2 H), 2.83 
(br, 1 H), 3.57 (s, 2 H), 4.1-4.3 (br, 1 H), 4.9-5.1 (br, 1 H), 7.15-7.35 ( 
br, 4 H); «Af4RPLC/MS-e*»fc (98%) ; ESI/MS m/e 
3 11.0 (M + + H, C 16 H 24 C 1 N 2 0 2 ) 

3- ( iter t-zfh*i'#;l'7fi-/U) 757} - l - (4-^ D /<y^ 
) trnyj?> (6. 38g, 20. 5mmo 1) ©CH 3 OH (8 OmL) jgftfci 
M HCl-Et 2 0 (lOOmL) 2 5.tfl5«Lt 

ffiTfclfc&L, £££ (CH 3 OH/CH 3 CN=l : 2, 13 OmL) 

■C»«-f-Srt^J:5 N 3-757-1- (4-?DD^y^) tfn J) s>y . - 
i£ggi£ (4. 9 3 9 g, 8 5%) *6fi»5fefcL-C#fc: 
1 H — NM R (</ 6 -DMSC\ 300MHz) 5 

3-15 (br, 1 H), 3.3-3.75 (br-m, 4 H), 3.9 (br, 1 H), 4.05 (br, 1 H), 4.44 ( 
br, 1 H), 4.54 (br, 1 H), 7.5-7.7 (m, 4 H), 8.45 (br, 1 H), 8.60 (br, 1 H) ; 
«tl4RPLC/MST*6fc(>99%) ; ESI/MS m/e 211. 
0 (M + + H s C U H 16 C I N 2 ) 

ft¥ffit£ (R) -3-75/-1- t'DD^-zSi 
!&<fc (S) -3-7$./- 1- (4-)nn/<v^) t'n i?^^ . r^i^^Sr 

&<t Ir) t 1 H - NMR Ltz a 



25 — (4 — ^ □ as<yi//u) t'a *J i>y 

(R) - 3-75/-1- (4-^dp/<>^) t'o^^y-Zlii (4. 
5 4g N 16. OmmolK 2M N a OHM ( 8 Om L) ; jSiOlHIxf 

* (8 omL) u tii^^u *mmm^u (somL 

^ifc±9iB!«© (R) -3-75/-1- (4-^dp^) epy.^ ( 
3. 35 gl 9 9%) fc#fc 0 



15 



20 



30 
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2 4 9 
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(R) -3-757-1- (4 -transO^)),) (3. 35g, 1 

6mmo 1 ) ©CH 2 C 1 2 (8 OmL) Et 3 N (2. 5mL, 17. 6m 

mo 1) . N— t e r t -^h^yAM-J^'J^ (2. 79g, 16. Om 
mo IK EDCI (3. 07g, 16. Ommol) *<J:tfHOB t (12. 1 
5 6g, 16mmol) SrflQAit. 2 5 t:T 1 6 B#Bi!jf #L£&. 2M 

NaOHigig (8 OmL) ^JO^fc, #j&II£#lSiL 1 7KB£v^ D >T 
toffiLfc (10 0mLx3) . W$S££fc>itT7K (10 0mLX2) ( 
10 OmL) Tft#L. ^TKBS^h'J^AT^, igiULyfc. tlyht/u 

■?b?77s(- (s i o 2 , mm^M ^cto, ewi-r§ (r) - 3- {n- ( 

10 ferf-^KyMI-W ^'J~>;W 757-1- (4-^PP^>yJW 
t'DUv> (5. 40g, 9 2%) *%tz. 

3) (R) -1- (4-^DD^>y^) - 3- (yj/H/75/) bfD'JvXD 

15 (R) -3- {N- (ter^y^yAM^) 75/- 1- 

(4-i7DD^>v;P) tfO'Jv> (5. 3 9g. 14. 7mmol) O^;- 
;i/ (6 OmL) ^MiC. 4M HC 1 v^"+it> (3 8mL) ig$£Jjn;Lfc« Z<D 
®m*£UT2\%m®ftVtz. fcfoM&VvZmUL, 2M NaOHi* (8 0m 

D zmz-fc, m&m*wna*?> (8 0mLx3) TiiiiajL, j&tam%&t> 

20 itTMyk^Mi~ h U 'JATSi, jflSLfc. i37A^O?hy77^- (S i0 2> 
AcOE t/E t OH/E t 3 N=9 0/5/5) lZ£Q. (R) -3- 
757) -1- (4-;7DD^>^) eoUy/ (3. 3 7 4 g; 86%) £f# 
tc: 'H-NMR (CDC1 3 , 2 7 0MHz) <5 

1.77 (dd, J = 1.3*5ck^6. 9 Hz, 1 H), 2.20-3.39 On, 2 H), 2.53 (dd, J = 3. 3 
25 £J;tf9. 6 Hz, 1 H), 2.62 (dd, J = 6. 6&J;tf9. 6 Hz, 1 H), 2.78-2.87 (m, 1 H) 
. 3.31 (s, 2H), 3. 57 (s, 2 H) , 4.38-4.53 (br, 1H), 7.18-7.32 (m, 4H), 7.3 
9(br, s, 1 H) 

4) (R) -1- (4 -?DP^>y;i/) -3- [ {/V- (3, 4-y7MD^ 
30 yV-1)V) #V±M 75 7 3 lfD'Jv> (fc£#ii-S|6 9) 

3, 4 -v7;^P^>V-f;Ui7 DU F (0. 0 6 0mmol) A 



W ° 01/10439 PCT/JP0«/05260 

2 5 0 

mm (0. 4mL) (R) - i- (4 ->p uu*y*»\,) -3- (^'J->;i/T 
5/) tfo>Jv> (o. 0 5 0mmo 1) £ MJ > (0. 0 7 Ommo 

1) ©*DO*;|,A (1. OmL) it^jq^o £©J!Dt^^£ll2&T2. 5 

mmmLftm. (7*;*?m m^ymm a. 0 4mmoi/ gl 5 

5 Omg, 5 Ommo 1) SflDA, ^U^fiTl 2B$^^Lfe. 

itiiU mmv*nn*jr> (o. 5mL) Tifc8H,&. iS^t^i^toii- 
. Wuu*$y (4mL) £flD*> i§$£2M NaOHttig (0. 5mL) 
KTSfc^U ©«1-§Clt{c«kD, (R) -1- (4-^DD^>^) - 3- [ 
(AT- (3, 4-^7;l/tfO^>>Ar;i,) ^iJ^U} tf a 'J 

0 #^6 9) £»fc (7. 8mg, 3 8%) : famtR P L C/MST*J&fc (>9 
9%) ;ESI/MS m/e 40 8. 0 (M + + H, C 20 H 20 C 1 F 2 N 3 0 2 ) 

5 CCR3 l/t^-^LT%i t 5K 5 6 2«^^ 

CCR3^JgK 5 6 2»E*10mM HE P E SttHB S S^&K«L*: 
fc(DI:lmM Fura27tK^;H^ (ITOt^tt§2) ^Px, 3 
7t;(;T 3 0 #HK >*^- f> Cin* 340nm£380n mTJSiig U 
3 4 0/3 8 0 it£* ~ rs ««rt#;k>S A««*M:£Lfc. 

73--7htLTthXtn-» (0. 5/tg/ml) fcfflK 
StgttX^^ + -»T»1-5 5^Hff(3CCR35T!^K5 6 2»£Wg^fc^ T 



o 



nmm (%) = u-(a-b)/(c-b)}xho 
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1 0 nMV>m%.&^T. ^-n^n2 0 - 5 0%, 5 0%-8 0%, &J:tf 
, >8 OKOHHMBfcSLfc. 

1 0/xMOiigffi{C*5^T2 0%-5 OXOHSttfcSLfcfcfc* : 
It&ty&n 11. 156. 234. 330, 392. 424. 481, 523. 5 
5 2 5, 5 3 3. 5 5 8. 5 6 7. 5 8 2. 6 0 2. 6 1 3. 6 3 0. 6 4 6. 6 4 
9. 701. 738. 741, 754. 767. 814, 816. 833. 839 
. 873. 902. 909. 945. 1002. 1159. 1170. 1258, 
1 3 1 5, 1 3 5 2. 1 3 5 7. 1 4 0 7. 1 4 1 7. 1 4 4 8. 1 4 7 2. 1 5 
0 4. 1 5 0 8. 1 5 3 1. 1 5 5 8. 1 5 6 2, 1 5 6 9, 1 6 6 1. 1 6 7 0 
10 . 1 6 8 6. 1 7 1 9. 1 7 5 1. 1 7 5 6, 1 7 6 9, 1 7 7 5, 1 7 8 3, 1 

7 9 7. 1 8 0 2. 1 8 0 3. 1 8 1 5. 1 8 3 4. 1 8 4 1. 1 8 4 6. 1 8 8 
3. 1887. 1889. 1892. 1 9 13. 1924. 1928. 1960. 
2006. 2013. 2035. 2052. 2083. 2113. 2127. 21 
36. 2189. 2320. 2321. 2323. 2327. 2330. 2334 

15 . 2 3 3 6. 2 3 3 8. 2 3 4 5. 2 3 9 4. 2 3 9 4, 2 3 9 8, 2 3 9 8. 2 

4 0 0. 2 4 0 0. 2 4 0 6. 2 4 0 6, 2 4 0 7. 2 4 0 7. 2 4 0 9. 2 4 0 
9. 242 0. 2420. 2421. 2421 

1 0 uM(OmmiZ^X5 0%- 8 0K4)IBSFt&£^Lfcffc£to : 
fl:£4fc#5 83. 115. 146. 150. 216. 294. 297. 322. 4 
20 0 5 . 4 4 0 . 4 5 9 . 461. 4 6 6 . 4 8 2 . 4 8 4 , 4 8 7 , 4 9 0 . 49 
2. 5 0 3, 5 2 6, 5 2 8, 5 5 0. 5 6 2, 5 7 0. 5 7 8. 6 2 0. 6 2 3 
. 6 5 9. 6 8 5. 6 8 7. 7 0 3, 7 1 6. 7 3 0, 7 3 3. 7 5 5. 7 7 0, 

8 5 0, 8 5 6, 8 6 7, 8 7 6, 9 9 8, 1 0 1 5. 1 0 2 4. 1 2 2 3. 1 2 

5 9. 1 2 6 7. 1 2 9 5. 1 3 7 7. 1 4 0 2. 1 4 1 2. 1 4 2 0. 1 4 8 5 
25 , 1519. 1550. 1560. 1595. 1601. 1650. 1701. 1 

7 2 5, 1 7 5 4. 1 8 3 6. 1 8 5 6. 1 8 7 0. 1 9 1 2. 1 9 2 3, 1 9 2 
9, 2095, 2120. 2138. 2179. 2258, 2260, 2261, 
2267, 2268. 2270. 2275. 2276. 2278, 2287, 22 
90. 2291. 2294. 2297. 2300. 2301. 2302. 2307 
30 . 2309. 2 3 13. 2317, 2322. 2324. 2326. 2328, 2 
329. 233 3. 2335, 2343, 2344, 2346. 2347. 234 
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15 



20 



25 



30 
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3 2 9. 2 3 3 3, 2 3 3 5, 2 3 4 3, 2 3 44, 2 34 6, 2 34 7, 2 34 
8, 2 3 5 0, 2 3 5 1, 2 3 5 3, 2 3 5 8, 2 3 6 0, 2 3 6 1, 2 3 6 4, 
2 3 6 5, 2 3 6 8, 2 3 6 9, 2 3 7 7, 2 3 7 9, 2 3 8 1, 2 4 0 2, 2 4 

0 3, 24 04, 2 4 0 5, 2 40 8, 24 1 0, 24 1 1, 2 4 1 6, 2 4 1 7 
,2418 

1 0 /iM©»&fc*3V*-C> 8 0%®R*£&i*lfcfc£tt : 
fc**#*7, 3 2, 6 8, 1 6 9, 1 7 3, 2 0 3, 2 0 9, 2 1 5, 5 2 0, 
544, 547, 851, 85 2, 855, 874, 910, 100 3, 1012 
> 1 0 3 2, 1 0 3 8, 1 04 2, 1 04 3, 1 04 6, 1 1 1 4, 1 1 9 0, 1 
24 4, 1 2 4 7, 1 3 84, 1 44 1, 1 5 1 3, 1 5 2 7, 1 5 4 5, 1 5 8 
2, 1 6 7 3, 1 6 8 7, 1 6 8 9, 1 7 0 5, 1 8 5 0, 1 8 6 9, 1 8 7 1, 

1 8 7 6, 1 8 7 7, 1 8 9 9, 20 2 7, 2 2 8 9, 2 2 9 3, 2 2 9 6, 2 2 
98, 2315, 231 8, 231 9, 232 5, 2332, 2349, 2352 
» 2 3 5 4, 2 3 5 5, 2 3 5 6, 2 3 5 7, 2 3 5 9, 2 3 6 2, 2 3 6 3, 2 
366, 2367, 2370, 2371, 2372, 2373, 2374, 237 
5, 2 3 7 6, 2 3 7 8, 2 3 8 2, 2 3 8 3, 2 3 9 0, 2 3 9 3, 2 3 9 6, 

2 4 1 2, 2 4 1 3, 2 4 1 4, 2 4 1 5, 2 4 2 2, 2 4 2 3, 2 4 2 4, 2 4 
25, 2426, 242 7, 2428 

t HCCR3*aK5 6 2*BJ:»)miLfcji| M | W ^ Sr0 . 5 mg/mLfc* 
5i5K7yt^y77- (25mM HEPES, pH7. 6, ImM Ca 
Cl 2 , 5mM MgCl 2 , 0. 5%BSA) icBM LRguftBftft t Lfc 0 

vVT-x-ttftLtzmmmmtfymmkLtc o. 5%BSA-e««Lt9 

6 7x;W^^7-u- H ^ l7xMfc0g»^iii25,L, «!)^ 
> K»« 2 5 m L , RB^SWK 50,L LJC^ft 1 0 0 

mL) , 2 5 t CT-9 0#>f>*^-J*Lfc o 
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^-I;ft^y7r- (7?t'f/<j'7r-+0. 5M NaCl) 150mL 
X'4®foftLtz (^/<y77-l 5 On L&toz.tz'&, ttig) . 7^*-£® 
^v'^^U-^-^r 1 friA'ifefcD 2 5 m L-foAPx, 7 ^^-±OOT 

5 *»fc^©ffcb fc 00 n g&ffiJinUi 

yl-^^lli LT^L3I#> $&fc##>&fat>^Ui^<bt©#r>yh 

jrm tit. 

10 = (1- (A-B)/(C-B) } X100 

(A : Vagtfk£tofflm<D* <? > \ s B : m&k fchxt!?*i/yiO0ngtt 
0#©#?^K C: [ 125 I] b^^-^dr^>tO^^PLfc^#(D*[>^f) 

g*±©*iJfflnTfgtt 

WlCfF^^ilSC^CeT/^W^D^SrW^I^^-rS^K t)L<liCCR3 

/j;if©ccR3©!J#y v<Dmwnm^^&ftm*wm-tz><fem$:^\-?z> 0 Lit 

iv-l ©»^PflW-T6^ffl^i 19 , 3L.f X©ffeSR|[|*5J:U5/*fcf±}i&|RISIi L 



30 



W ° 01/10439 PCT/JP00/05260 

2 5 4 

iB # £> $a 11 

*om*ntam*to c r c, zwjwwtt^, c c R 3 m 
5 .fftB**rr**ai. 



r 1 / {CH2)k \ o R « 

>-(CH 2 )-N /-(CH 2 ) n -N-C-(CH 2 ) p 4-(CH 2 ) q -G-R 6 (I) 

10 R (CH 2 )J R 3 R5 



Kf.R'^x^ C.-C.^DT^Al, $fcl^fOl?it Ti 

TDlftlTWIf. aftK?. *J:Of/feL<|«*M^*l-3«r-r* 
C| -C,^D7A4A1, »•*«*«* ft&tdMMtt. fttt 

. C r C,7*3*.>i. C.-CeT^^tl, C,-C a 7**U>* C 2 

C,-C T 7**/-f*7S/a., C.-CrAf-TWWM^*!, 
C 4 -C 9 ^D7JI4X : *WA» 1 -C l -C l 7Wm=A| l C 
3 -C 8 i7)V?*is* )),*-)),) ^-7i=A*M^j«, e^u 

:-NH (C = 0) 0-T«*i«2«, it:-NH (C = S) 
2ffiS. 75yg. (C.-C.TJWyM 75yS. feb<tts> (C 1 -C 6 7 



15 



25 



2 
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L<«C 1 -C 6 7^3 + ->S(CJ:oT®^$nT^T ; b«J;^. 
5 h'D + v-S, $fcli7i-JH^L, R 2 {;*tt-5C 1 -C 6 7;i/*;i/S*/c«7x 

'j ttO-2<Z)egt£3lTo 
10 kttO-2<Z)M£ic£;gT, 
m«2-4CD^^-r. 
nteOSfctel 

tHD^yi, C,-C 6 7;P4MHI, fcL<ttC,-C 6 7;m + i>Stck^T@^ 
15 $tlT^TfeJ:^l ifcli2i©7x-JH) K:J;?Tfii&$tlT^T i &J:^C 1 - 

c 6 7ji/+;«$^-r. 

Sfettc 1 -c 6 7;u+;i/S^L, R 4 *3=k^R 5 tifewsc 1 -c 6 7^+;us«, 

20 /;i/^7°hS, ^7^vVS, C 3 -C 8 ->i7Ci7Jl/*;i/S, Ci-C 

. c,-c 6 7;p+;i/S. c 1 -c 6 7;i/3+->^ > t)L<(a^>^;i/^-^v^nj:^ 
xm^nx^xh^y jL-)vm) \ 7i;+yi, ^>^w+yi. ^>~>* 

25 a, c 2 -c 7 7^y-r>ii/*+i/S, c 2 -c 7 7;^y-f^75/s> c 2 -c 7 ;v 
-ywvijjM^ c 1 -c 6 7;^^t;;|/*-^, 75/S, (c, 

-C 6 7)l*M 7^/M. is (C,-C 6 7;i/+;P) 7$7I< fcL<« (AxPHi 
^iUT^H^. *J:tf/fcL<ttS*E?*l-3ffl£rs^«« 

30 TUT*>cfc<, *siri«, R 4 4JJ:^R 6 tt, l^o L J; CftoT 3 - 6*iBttlftft* 
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PttOS&ttl***-. 

Gtt, -CO-, -S0 2 -, -CO-0-, -NR 7 -CO-. -CO-NR 7 - 
. -NH-CO-NH- -NH-CS-NH- -NR 7 -S0 2 -, -S0 2 -N 
R 7 -. -NH-CO-O-, $fcli-0-C0-NH-^**l5S«gt. Z.Z 
T, R 7 «, ***?3te«C 1 -C,7;Mgra*ar#, R'KR*t 

R 6 tt. 7ir;H, C,-C,^D7^«, C 3 -C 6 y^D7^H 

Tm&mZMf$.l,T^Tb£<. $5.{-±I5R 6 {^^S7x-;^ C 3 -C 8 ^7 
pt;p+;ps, c 3 -c 6 ->^D7;^-;us, ^>v;ug, ##Kft*st£. jfc 

hos, **is7-yvm. jj)ux*zs)m. xjw^m. hU7^o/^ 
c 1 -c 6 7;u+;^ c 3 -c 8 y^D7M;n, c 2 -c 6 7;u^-^s, c 

,-C 6 7^ + ya, C3-C,^D7KM+yS, 0,-0,7)1^)1^^ 
» C 1 -C 3 7;U+U>v^-+->a i 7iz;H, 7i/ + ->l, 7i-f7Sy§ 

3-7irWKhi, c 2 -c 7 7;^y-f;ps, c ,-0,7/10*3^1*= 
A*. c 2 -c 7 7;^y<;^+^ c,-c f 7**y-r^75yai. c 2 -c 7 

at-v (c r c,7M;w 7^7 7 t-f)n, 75 /1, f y ( C ; 
-c,7^*;w 757«, s? (c,-c,7^*;w 757S, ^>->^75/a, 
C 2 -C 7 (7Jm*5/*;HK-^) 7573S> C,-C 6 (7Jl*;i^*n/U) 7 
t>L<«. h'7. (C 1 -C 0 7;^^^*-^) 75/®Kck9B$£ti 
T^Tfeck<. dtl6©7x-;US, c,-c e 5/i?D7;u*;m, C 3 -C 8 ^7d 

M©/\lby>** % x7/S, th'P+yl, 75/31. hU7^P^^ S 

. c,-c,7Wjh, c^-c^/io+va, c 1 -c,7;p*j^«, ( 
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i^nT^TfeiK ] 

2. ±£3 (I) H*J^Tk = l*Om=2Ta&5, Bj&S 1 E«®C C R 3£ 

3. ±!Hit (I) l:^Tk = 0^m=3T*S, lS2«flDC C R 3g 
10 4. ±IEit (I) l;i5^tk=Uom=3T^ ffl^ l mm<DC C R 3 IS 

5. ±|BiS; (I) !:*^Tk = 2^m=2Tfe§ ( IfcfcE 1 12«©C C R 3te" 

15 

6. ±ie^ (I) CfeHTk=l^m=4-pft5 1 «*W 1 C«©C CR 3tt 

20 *onsmizttm-i<ti&c 1 -Ci7)v*)Win&*i!Mtotr&* ccr3« 

25 9. ftAtf&tf$*J&. 7I/;^-tt#*. 7HfcTHS&J*fft, SJJ*^. Mftk& . 
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